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§^ >HB $ 



-^i^^-tt^^i-i^ (I L) -1 . I L-6 , I L-8 . mmm 

5EH^ (TNF-a) ^i^Oi^ej^ttf-'f :/©M^i^ilffi)$iJf^ffiSt;?N F- 

S)X'mm^flX\i^^:L}immhi)^^ti:^X%f:Lo w(D^^Eg^;6SNF-icB (N 
FicBiriS^ix^^lt^feS) tmtfhX\,^^^l^/<^^Xh^ (Clark B. D. , 
et al.. Nucl. Acids Res., 14, 7898(1984); Nedospasov S. A. , et al. , Cold 
Spring Harb. Symp. Quant. Biol., 51, 611(1986)) „ 

:i<ONF-icBttp 6 5 (Rel Ab^m-t^) i: p 5 0 (NF-kB-I 

^'^yitU tO^Zf^TTy-AX-^m^fl^ (Vermal. M. , Stevenson J. K. . 
etal., Genes Dev., 9, 2723-2735(1995)) „ I - k Bi^bmtlfcNF - k Bit 

m^ii^i^imp^izwifu NF- K B(Dmmmmt:i^^yti^—}'-^i^izf^^-f- 
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1 9 9 7 oT, i~kB(dv ^'mitiz.m^-T ^ V >mitmm ( i kb^ 

t^^l^X 1 KKtW^^tl^) tmM^tlti .(DiDonation J. , HayakawaM., 
etal., Nature, 388, 548-554(1997) ; Regnier C. H. , Song H. Y. , et al. , Cell. 
90. 373-383(1997)) o I KKlCftSVMC J; < iSlTV^^ I KK- o (IKKli 

tW-r^) tiKK-$ (1KK2 tii^ir^) -am^vx^*), :L<D-^i-m 

5 (Woronicz J. D. , etal.. Science, 278, 866-869(1997); Zandi, E. , etal,, 
Cell, 91. 243-252(1997)) o ' 

Xh^ :itf>^^htlX\f^^ (KoppE. , etal., Science, 265, 956-959(1994)) „ 

^mLX\,^^:L tfl^mhi^lCfi-oit (Yin M. J., et al. . Nature, 396. 

77-80(1998)) o td-u. +^icNF - k Bmrnt^nM-T^itibKn^mma^ 
■^w.jkmmm^mi^i:^m]kmf^(om±^(DB\if^m^^i>m^^m^xm:i.^ ^ 
t:^i^v yu^iz. t N F - K B mmmmr^m L■cv^ 5 r ^ >6spj ^ 

K7i^/u^:x) n^(D^^i^ (i/>'i^3='yu^3-f K^^^*:i:P^^^tl/TV^5) 
^ir^:Lt\^X^XNF- KBmmt=tnmVX\,^^i)^ (Scheinman R. 1. , et 

al.. Science. 270, 283(1995)) . mmm<omm. m^mm^o^^. -wmmo) 

Unxth^-( V^^^/-)V%-^n^y)Vj $ KtNF- K BflJ^iJi^^^^LTV^ 
(Manna S.. et al., J. Immunol., 164. 2095-2102(1999)) . 
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mt LxnM^y^v ^ i^^mmmii^m^n - 5i2399-^^^.i^^¥ii - 512399 

■§-^«, J. Med. Chem., 41, 413(1998)) . ^'^l^'^l^Mi^ (^M^p 9-227561 

•§-^^) . '<y^yv>'mmi^ 10-87491 ^^#) . ^y^i^i^mi^ 

(ffOOO/05234 ^^Am) . 3ijK=^riX=^/ v^f i/:/Cs DRXJ^^om^W (<WfS^ 
10-45738-^4^^. Bioorg. Med. Chem. Lett., 10, 865-869(2000)) Tb^jSihtlX 

VN5:55. NF- K B?stt'fkMoMa«3a.Wffl \.x\,^?>^mi^xnm&nic 

I K B <D ]) l^Wtit^U1^3\%f^^-t IKK- e^^-'tf^y hbLXlKK- 

(o^^mmi^ i 9 N F - K B mmtt^is r v-^^oti i£(D ^ v/n- 

t^y-^-xiy(^^^ (IL) -l{i^Oit^G^I§mgi*:^5NF-KB(Cj:o-CjE 
^^:^J^$i^-CJE(D:7-i'— hV^'^iJ' • 7° [TNF-a -* NF-kB -> TN 
F - a ] 3Jei^<^1iMo-iiSg^& p'bOi:#x.e,^^■Cv^5Ci:;^l^b(m 

2000 ^) , ±fsi KK-e^^-^'^/ h bfc^m^^Pl^fk-a-tifiiSii^b 
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J; «? I KK - /3 ^^6*JP1^|C J; 5 N F - K B f^tt^bPl^^b-g-txZJ^^^^Jfe U 
fCo PDB (Protein Data Bank) (^I^it^J^lE^^ixXVN^T'Dx-r^^^-^— fe* 
it) I KK-/5 i:^all^40iSv^ig§];it®Sr5ifeL. ^ttSrHHt LTJ^^n 

^•h^h^T—f-^?^:^^ y--:/^t- j;i9 I KK- 3 (^1#^6«jpl$^J<b7^^ '?# 
5{b-a-ti^il^U. $^^C^<^^b-^^^feI^^:o^^XTNF-a$lJSS:TT♦<Z)NF-K B 

'fcoicovN-c I KK- /3-.oi^'6-a^&tj?iei:f^ffl^^L. ^oj^m{j:S'^v> 

(1) TIE-iS* (I) : 




(I) 
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(3) Xi^, TIE^: 
C— N 

11 I 

O H 

n t:m^^^ t LT-^^, N F - K B mmmmwm ^^-r-s mm. 

(4) XiK TU^: 

C— N 

II I 
O H 

tihomtmim^hfi^mii^^mtiti^mw^^^^^i: ur-g-^. nf - « b 

(5) Tkmrn^x-h^it-^^Rximm^mmm^ti^^om. mwc^ 
\.x^^. N F - K B mmmm^m t:m-t^mm. 

-i^^ (I) i^isn^^mtmmxh^) rxj^^-x-r c^cf. xijit/Ef*- 

E (^1^. XRmn-^^ (I) (c:*3{t$^mi:l^at?fc-5) -C^^nsSc^ 
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(7) szd5> Tw.mm$^*)m^^ti^m if^nn. ^-o-a (^f. Ait 
(I) \ciii-f^Mmtmm'(^$>^) rxj^^-x-e (^f. xRxj^Eti- 

N F - K B mmmm^m <sr w-r 5 mm. 

[^S¥/3] '<^^"^>'^> •^:7i5ru^^^ ^>'K->'W^. :3f/:3ff-y 

(8) ^Z;iS, ^-O-A (^'t>, Att-jfe^ (I) \Z.i($vy:b'&mbmmxh^) 

s.t/^-x-E (^4'^ xsay-Eit-m^ (i) {-:i3tt-5^8i(^^-efc5) x- 
N F - K B mmmm^m ^^t^ mm. 

(10) -^^ (I) (C*5ft5l!IZ^Sr^tPTiBgP^«ji^ (I z-1) : 
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(I z-1) 



(I z-2) 



TV^T'^>J:V^Cl~C60T^^=I^^/S, (C i~C gT/U^^r/i,) -T5:y^, C 

C 7~C 1 6<^T ^>'1'=^>'^S. g^SSr^t LT V^T J; V^ 5 7^^V^ L 6 M<^'^x n r 

V^;^/^7T^^/^S. g^feS^^b•rv^Tt><tv^Cl~CeOT/^=ar/^-;^;/^7J?=. 

8 
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t> <t V N 6 M<^#^#l^^-r n It - ^ /UtJ^ =/wS. X (tSifeS iSr^ UT V ^ T i i V ^ 

NF- K Bmmmmm^^tmm. 

i^T^^/wT^/S. ^:^>^-C/wr$yS, p^^/wS^ t e r t i- 
t Ko=¥i^:t<9^/wg, 1- (^hdrW^/) J^^/i'Sx 1- 

4- ( h y :7/W;<^ny ^/U) y;:,=i;um. 4 - :7/U;^p 7 2, 
4-i;'7/U:*-n7ic=-/WS, 2 1 -^/US, 2, 2-i/i/T 

( h y y^^/^i/y/U) :7a::=./^g, 2-7a:^>5^^W 

2-f-J^=/VS, 3-f^3i::i;uS, 1-foy/uSs 2 5^;^5^T ^/-/^ 
-4-4Jl^m. 2-fy-:^/US. N- [3, (hy7/V:^n^5"/V') 7 

;W^U>rKSx (3-7a:=/U) (4 Ma 7^:=/^) ^^T-^ 

^^W'Ss {[(4-fy i^V-2--<7V') 7.)Vy7^>(?V\ ^ai-ZW} i^T*^ 

Sib-a-i^^t/f^S^Wtciff^^ ttS^Oi^. tfeWJ:-€-tLf) (D7K?pi^S. 

n^f\'h(D^mm-h^hfi^m^hm\ix\^^m'K^^^^'yi}L ux-^^. nf- 
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tJifp^ $ 2) ^ (Dig, ^m^^tih (oj^^mRu^ti h (omw^^t"^ h^a^ 

(16) Fifi, mM:m^^\^x\i^xh^^^y=c.:^;vmxh^\\:,'^mm^WM^^ 
^>^wri^5tl«^w^^5J'i UT^^. nf - k B^mmmv^m^m-t^mM. 

( 1 7 ) E C 1 ~ C e P ^>''fkT/l^=¥;l'« 2 tbfc7 :c =^;\.^ (^ 

NF- K Bfsi^immi^m^m't^mms 
(D^imimi)^hf3:^mif)^tbm\-iti^^m^^M^t vx^;^. nf-k BStt 

(19)EiK 3. S-t'T; ( h y 7y^;<^P ^ X{i2. 5- 

M%:^^^t Lx^y/-. nf-kb mmmm^m ^m-t^ mm. 

(2 0) Ei)K 3. (hy7/l-;t-Pp(^/W) 7^-/WST*$>5<b-a-W 

10 
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( 2 2 ) E dS. C 1 ~ C e P '/:^'fli T/Wdf 1 fi-CBt^^ tVfc 7 a: 

fjtbs mw^^^^^ b u-c-^^. N F - K B fi&'i^^bMftffl ^m-r^ mm. 

( 2 3 ) E C 1 ~ C e O^M3 -{^ >"fbT/U=3f 1 ^a'T?g^ $ tt^h^ a 

[g^SPy-2e] /NP'J^^'i^^. -JXTyS.' gifeS^^LTV^T 

m^'rx^n^^ g^S^^UT^^T'^)J;V^C^~C6(DT/^=l:3r■i/S. g^S^Sr^ 
(2 4) E*5. 2- (hU 7;p;rn^5^;u) 3- (hy7/u:tnp« 



11 
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P-5- ihV7/l^:tu;i'^/l') 7 3-7jU:tti-5~ {hV^/^^ 

tij^'^ju) 3-:/p*-5- (M; 7/u:*-pp<^/w) ^a^/uS, 

4_^nn-2- ( MJ 7/W:;J-p ^t^/U) ^ai^/wSx 4-7/^:^0-3- (h 
y 7/1^3}- P p« ^/W) 73i=/^S^ 4-^PP-3- ( MJ 7/^;d-Pp{5^/U) 731 
2-=hP-5- ( MJ 7;u:^-p^5^yu) 7a:=/u£, 4--I>p-3 
- ( h y 7/P:^-p p« 7 4-v'Ty-3 - iVV 7;U:^-p ^ f^/u) 

7rt::^/US, 2-p{5^/U-3- ( h y 7/V':d-P P< ^/U) 7a:=:yUS, 
-5- ( h y 7;V:^P^'^/W 73i=/l'S, 4-p«^/W-3- (hy7/U:^P^ 
^/W) 7rc=./l^S, 2-^h^v^-5- ( h y 7/W;*-P;<5^/U) 7j.::^/US. 3 
-;^h=3rv'-5- (h y 7;l':*-pp{5^/W) 7 3i=-'U&. 4-;^h^iX-3- (h 
y 7;u:^-p^^/v) 7cc-;i'S, 2- (:?< 5^/u;^/P7 7'=/i') -5- (hy7/v 

;a-D^^/u) 7 3i=/us. 2- (1-fpye^y) -5- (hy 7/w;rp^5^/u) 

^ni-zi'S. Xf±2 -^/Wxfcy /-5- ( h y 7/V:*-p;^5^;u) 7^c^;uS-Cfo 
(2 5) E;i)\ 2-:i'Pa-5- (h V 7 ^ 

p-3- ( h y 7/U:^P^f^;U) 7ai=./uS. 2-p«h^i^-5- ( h y 7/^;^- 
pp'^/l') 7a:=i/vS, 3?.W:3-p< b=?r->-5- {Y]) y fX-'^irn ^'^/V) 7i = 

(2 6) Et^. 2--!7 nx2-5- ( h y 7/W:t-p p« 5^;W) 7ai=/WSX-fe-5<b^ 

mmmm^mz.^?^ ^fi^^(om.. mt^Mfi h (oimmikxptfx^ h comma 

12 
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(2 7) EtK ifctcL. C,^C^(Oy^u^:^itT/u^;i^mm<) 

^ t UT-^^. N F - K B mi^immm t:^ir^ mm. 

-c 'fc J; C 1 ~ C 6 © T/W 3 ixSg^S^^ir L-c V NT t) J: V ^ C 1 ~ C 6 O T/U^ 

(3 0) E;6^ :7 3i:^/US, 3-i5'nn73i=./V^. A nny 3^=^/V^, 2, 
S-^/^^J^nn^a^—zV-S^ 3. 4 -i^:^' p n 3. 5-i?7/U:^-P7 

3, 5-i^^on73:=/uS, 3. 4, 5 - h !) ^ n o^a^c^/U^, 
'<:^^7/W;i-n73i=/W^^ 3, 5-i^:= hc^ai^/l^Sx 3, 5-t?^DP- 

13 
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4-t KP^Sf^V'^ai^^PS, 2, 5-i^p{ hdj^v^7a:ri/US, 3, 5-^J;^h^ 

3. 5-i^j?{^;V7a:^;wS, 2, 5-tf:^ [(i, i-i^;?^^^ 
ju) 7 3, [(1. i-v?p«5^/u) 7 

/I'S. 5- (1. l-i^^^J^) 3i5-yu-2-j?< h^v^^oi-Zl'S, 3, 5. 5. 
8, 8-^y^pi^/l^-5, 6. 7, 8-x hyfc Ko-^-7^u:/-2— f/vS, 
lf7 3i=/l'-3-'f/WSx 4-^ h^->lf7i=/V'-3-^7l'S. 3-T-fe'^/l' 

(3 1) EdS. 2, 5-tr:X [(1, l-i^^5^7U) ai-f-yw] 73:=/VS, 3. 

[(1, l-i^^^/l-) X«5- (1, 1-^^^ 

w^^m^^t L-c-^i?^. NF - K Bmmmm\m^^-r^m.%. 

(3 2) E;65^ tt^S^#LTV^T'biV^5/^V^Ul 3M<^'^7^ciT]J-/WSt? 

14 
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(3 4) E;6S, ^t^feSS^^L•C^^T'bJ:^^^T/y/^S•Cfe5^k'g'^feS.0f^S^ 

^^bm\fMmM^^^^^t uT^i^. NF-K Bi^mm^mtr^ir^m 

- K B smbPi^M ^^ri-5 ism. 

(3 6) EtK TIEM^Sl¥v-6 e J;!9^^$i^5SSr^LT^^Tfc<fc^^^T 

(3 7) Ed^ 5-:/o^-4- [(1, l-i^j?<^/V) 'f-r-Z—jV- 

5-:/n^-4- (Ky 7/U;^Pp{^yV') 5^Ty— /W- 2 --l'>'VSx 
5-i/T/-4- [(1, l-i>^^/U) ai^/W] 'f--rZ^)V-1 — f/USx 4 

- C(l, l-i^pi^^yV) f^T>^-/V-2— r/WS. 5-7a:=;U-4 

- (hy^/l'^^-npt^/u) ^x>^-/W-2-xj'yVS, 4- (1, l-v?p«^7U) 

15 
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5 -=i^f-J\^f-T ^/—IV- 2 ->r/VSv 5 ^/U- 4 -7 ai^yV^'T / 
2 -'T /vS, 4 --r y if 5 - 7 =yUf^T /v- 2 — Y 

3if^/w-5- [(2, 2--:^;<5'/v) :7^o f^7'y*-/w-2-^;wS, 

5 - r-fe'^/V'- 4 - 7 31 s/Vf'T /—/V- 2 -V /WSx 5 >''^ /V- 4-7 

3i:r/V5^ry— /^- 2-^>'^S^ 4- (1. 1 5^>'V') ai'^/W- 5 - (ai h 

^;y;i7/u4?-7W) f-r:/—;^-2 — f/vg, 5 h=3{^v':^/wjK:^/v-4- (h 

iCi/V^T'/— /W-2— f/VS> 4- (1, 31^/1^- 5 -tr^y 

t^/^ry— >'V-2--fyvS. 4- (1, l-i;'>{f^/w) 3^f^/v-5-^;v*y 

y^ry— /^-2--r/i'X. 4- (i, i-v^p«^/u) (4-7:31 

=:/vt°^ y V?:/- 1 --Y/u) f'T y-/v- 2 — 4 - ( 1 , 1 -i^^ 
3i^/v-5- (4-;»«5'/l'f^y — (;\^) f^ry— /W-2— f /V-S, 4, 
5 - e^7 a=-/Uf^T y— /U- 2 ~>r /l^Sx 4-7 y~/V- 2 --^ /V-Ss 

4, s-v^^^/v^ry— /v- 2--r>'v£. 2-5^Tyy/vs. 5-p<^;v^t 

y— /W- 2 --Y /I'Ss 4 5 - 7 Jt=./W^T y— /W- 2 /l^Sx 5 - 

*7W;J?^e^p« f^/W- 4 - 7 31 z^/Vf-T y— /V- 2 ->f /VSx 5 - ^ f^/V';{7/V/^* 
4 -7 a-r^/Uf^T y— /V- 2 5 -ai^/V;^;/W^-^>f /W- 4-7 

j: =.)V=f-T y — /V- 2 - /I'S. 5 - ^ y 7*0 ;V- 4-73; — ;V 

f^ry— /l'-2-^/VS. 5- (2-7aiT-f^/l') ;^/W/^'^^/l'-4-7 3i::^/W 
f^ry— /V- 2-W'/^Sx 4- (n-y^/V) -5 -7 3i=:/Vf^Ty— >'W-2- 

>r7ws, 4-;?«^7i'-5- [(3-hy7/w;t-p^5'/v) 73i=/w] ^ry-zw 

-2-^>^^S. Xf4 5- (4-7/l':t-D73i=/U) -4-;??5^/V^Ty— /W-2 

(3 8) E^S, 4- (1, l-^^^f^/U) a:5"/U-5- [(2, 2-i^^^/W 
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w^^i^:^t Lx^^s NF-K Bmmm^Yfm^^-r^mmxh^o 
mmsi mm^^m^ (tnf). -c^ff-n^^^y-i, ^^^'-n^d^ 

^> — 7a^n:/3, »g^#ia^^-C-fcS I CAM- 1. VCAM-1. E 

MT^n-TKA, T^'v^^t-xi^e^y-yy. Mfli^B. 1i^*:C 4 , c-myc> H 

£ — 1 

<^^. mi'^SimM-. m^^-m:^. mmm^m-. 

£ -2 : 

[^M£ -2] ^ttMffiy ^^•^f'. ^#tt^yx-7 h^x:^, 
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m. (^&. mmm. ^m&. m^:^:!^vi^M.m. mmm^K mitz. 
-r-m. mmm^. ^wi^^. itttfpi^. mi^^^pm^fifm^. T^u^-z^ttflfi^e^ 
i^^y^^ h.mm^^. "^mm. 05®. ffF5e> ^ss^ ^(of^cry 

smmM.^^b\i. ±iE© (1) ~ (3 8) (Dmm(omTt<Dtzib 

■t^lsmxh^X^ ±fB (1) ~ (3 8) OlSli^rfc hS:^tfBilL2IS»jiJlc«4- 
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tfm%mwim::is\f^x^^^m\-r^:}jW:xh^x. ±ie (d ~ (3 8) <Dm 

lX«2^±(D3^m(D^gSRtJ^/X}tf&^:^^feT-feoT. ±IB (1) ~ (3 
8) (Dmm^\::h^^tsm%mW}miz.^-^ir^JMt:^Mm:RXJ^. NF-K 

(1) TI3-|5?^ (I-l) : 
o 



EMi. Ci~C6<^/^0'J^*>"fbT/V'^/^S2<@X-g|fe$tbyc::7 3i-/V^ (^731 

•N- [3, ( h y 7/U;i-P7<^/P) 73^::^/^] -2-tFa^v'^> 

XT 5 K 

• N- [3, ( h y 7/U;^n ^ 5^/1/) 7ai=7V] -5-^ao-2-t 
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•N- [3. (by 7/^:^-0 ^^/U) 7x.=-/U] -5-:fu^-2-\i 

•N- [3, {h}}yj\^:!irn/'^jU) -2-kKP=¥i/-5 

-3— K^^^XT^ K 

• N- [3, S-K';^ ( h y :7/U;i-p p« ^/V) 7 -2-tKP^i^-5 

• 2-t Ka =^i^-N- [2, 3, 5 - h y ( h y ^/U) ^ 
/V] -O-XT 5 K) :6S«#$;h.5o 

(2) E^tK lffiJk±(^75'^ii^-efi^$nfcCi~C60T/V=ar/WS2i®T- 

(3) E^;6S, 3i@£j^±(D75/^ll^T-«ife$ttfcCi~C6(DT/V^/i-S2<®X- 

(4) E^HtK 3m&s±(Dyym^^Xfm^tltcC,--Ci(DTJl^^/i^m2mX 

(5) E^:6^ Tia^: 
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i1e3 



,1eS 



(6) E^^^, 3, 5-1^;^ (hy 7/l-::^-n^5^/u) yicri/U^, X«2, 5- 

(7) E'^S, 2, S-lf;^ (by :7/U:^np{^7V') 7ai=/vST-fc5'fk-a'^^ 

(8) Z^J^X. TIB^: 
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• N- [3, (hy - 5 -^/Uij-ia- 2- 
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• N- [3, (hy7/W2}-n^5^/W) -5-i^Ty-2-t 

• N- [3. 5-e>^ -2-tKD^i/-5 

• N- [3, (h y 7/l':^n:;i^/l/) 73i=yW] -5- (1. l-v?pJ 

2 - t Fn :3{^v^^^XT ^ F 

• N- [3. 5-\^7^ ( h y 7/1^:^0 p< ^/l^) ya^—jW] - 2 - t F n :Sri/'- 5 

- (hy7/i';fnp<^/V') ^i^XT^K 

• N- [3, 5-1^;^ (hy 7/U;t-np<5';^) 7cc=/i/] - 2 5 

- (1. 1, 2. 2. 2-^>'^:7/^;^-nzc^/V) ^:/XT ^ F 

• N- [3, ( h y 7/W;ro ^ 73i:=:/P] _2-tFn^ix-5 

- (2-7 3i=/'V'^x:/-l-^yV) '^^/XT^ F 

•N- [3. ( h y 7/V';i-Op(^/lx) -5- (2, 2-i^-> 

T/^y'l^-l-^f/V) -2-t Fn^ix^yXT?: F 

• 3- ({3- [3, 5-t-;< (hV 7/1^:^0 T'cn^/W] ;i7/w^^'<;V'} 

- 4 - t Fp /I'M ^ '^-fV^.T^y-/^ 

• 3- ({3- [3, 5-t'X (h y ^yV;^^^^/^) av'i 
-4-t Fo:3riy7 3i=./U) - 2--iyTy y/1^®? 

• N- [3, ( h y >'/W;^-n;;t^/U) 7^1::^/^] _ 5 -oi^^^/u- 2 - 
t Fn^i/^:/XT5 F 

• N- [3, 5-lfX ( h y 7/W:^-D;/^yW) - 2 - k Fd =3ri^- 5 

- (I?^;^/^^!^::!/!.) -<:/XT5 F 

•N- [3. y 7/W;e-u^5^/U) -2-tFo^v^-5 

- [(hy7«5^/vixy/v-) =!^^=.)V\ ^^-xt^ f 

•N- [3. 5-lfX (hy7/W;*-np«f-/V/) - 4 - 1 Fp ^Iri^lf 7 

3 -*/W7j?=a^-y- 5 F 
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•N- [3. S-f;^ ( h y 7/U:tn7«^/V') 7^1— /U] - 2 - 1 Kn ^ari^- 5 

♦N- [3, 5-\f:^ {h])y/\^:tx2/^/U) 7 31=/^] -2-tFodre/-5 

- (3-5^i=/W ^:^XT5: K 

•N- [3, (M;7/l';i-Dp«5^/W) ^ai^/V] -2-tKP^^i/-5 

- (l-t'oy/W) ^>'XT5 K 

♦N- [3, ( h y :7>'U:^-np<^/U) 7 - 2 - 1 Fa =3f 5 

- (2-p{5^/U5^Ty— >'^-4--l'/W) ^:/XT5: K 

•N- [3. (hVy^^^to^'^^u) -2-tKo=¥^>-5 

- (2-f yi^/U) 'OXT^ K 

•N- [3, (Fy 7/U:^Dpt5^/U) ^cn^/V-] - 5 - v'tI f^/V-T $ 7 
-2-k Kndf^ix^^XT^ K 

•5 — ^^^-iZ-T/i^T^ y-N- [3, ( h y 7/U:i-np{5^/U) ^ai^/b] 
-2-t H'D^ix^:/XT$ K 

• N^- [3. (Fy^/I^^fnpff^/P) ^m^/V-] -4-t Kn=3E^v^- 

N s N ' - y 7 /VT ^ K 

•NS N^-t";^ [3. ( h y 7/U;^P^5^/V') 73i::^/U] -4-tK 

• N- [3, ( F y ^/^^PTf^/W) -2-tKndr->-5 

- (k°-^y v^:/- 1 -;<77i-fc/i') ^^XT ^ K 

♦N- [3, ( h y 7^-/1^] -2-t: Kp:aE^v— 5 

- (4 -^yi>/l^f^y i^i^- 1 -;«;/W7i?^i/W) ^:/XT$ K 

•N- [3. 5-\f7. (hy 7/^;*-op«^;P) 7^1^::/^] - 5 -i^^f^/W;^/^^ 
T^-('/^-2-t KP^i/^yXT^ K 

• N- [3, 5-}^^P. V yj\^:tv yi'^/l^) y 3^=-;V''] -2-t:Kn^iX-5 

- (k°n— yu- 1 ^vXT^ K 

• s-T-fe^^/w-N- [3, ( h y ^/P^Pjpt^/u) :7 3i=yv] -2- 
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• N- [3. (hV y/X^^ci/^/U) 73i=:/V] -2-tKc=arV-5 
•N- [3. 5-\f7. (h y ^ji^/W] -4-kKn=JrWy 

• N- [3, S-li';^ ( MJ 7/^;^-p^5^/u) -2-l:Ko*i/-5 

- [(4-=: hp:7 3i:^/W) v^T-^r:/W] ^i^XT $ K 

•N- [3, 5-lf>^ (hi; 7/U;*-Pp«5^/U) 7 _2-tKn^^x-5 

- ({[(4-f y v?^'- 2->r/i') ;^/w7T^-r/V'] ^ic-zu} v^t-^^^/w) 

>'XT $ K 

•N- [3, ( h y 7/W;J-Pp<5^/W) - 2-tKP^iy-5 

- [(3-7:iic:i/W) !>U-r K] -O-XT^ K 

•N- .[3. (hV 7/^:tn^^/l^) yaL=^;V] -2-bKP^'>-5 

- [(3-73i:=/W) ^:t!?l^>r K] ^V'XT^ F 

•N- [3, ( h y :7yW^P7«f-/l') -2-tKP*iX-5 

- (1-t KP^i/^5^/w) ^>'XT$ K 

•N- [3, 5-1^;^ (hy 7/l^;j-P^9^/V) ^ai^^/W] - 2 - t Kp =3ri/- 5 
hdE^i^-^vXT^ K 

• N- [3, ( h y 7/W^P^^;V) ^air^/V] -2-tKP^ix-5 

- [ 1 - h ^ W ^ / ) -<>'Xt 5 F 

•5- {1- [(^i^i^^yu;^^:^) -f^y] ^^/W} -N- [3, 5-^;^ 
y 7/P:^P p« 7 :ii - 2 - 1 F P =ar->^i^XT ^ F 

• N- [2, ( b y 7/W:^P p« ^/l^) ^'ai-ZW] - 5-:J'PP-2-t 
Fpdf-v'^VXT^ F 

•N- [2, -5-:/o^-2-t 
FP^i^^i^XT^ F 

• 2-T-feh^v^-N- [3, ( h y 7/U:^-P^^/W ^> 
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• 2-T±h^i^-N- [2, ( M;7/U:^-Dp<^yW) -5 

• h^v—N- [3, 5-\f:^ ( h y 7/W:^Dp{5^/W) ^ai^yv] -5 

(1) TfB-^^ (1-2) : 



. 5-^nn-2-t Ko=3E^'>-N- [3- {V )) y /V:tu :^^;v) ^^i^^/u-] 

• 5-::^n^- 2-t Kci=aei^-N- [3- ( h y ^/VrTn^^ ^/l^) 
^yXT$ K 

• 2-t Ki3dri^-5-3- K-N- [3- ( h y 5"/^) ^ai::^/^] 

. 5-^nn-N- [4-:^nn-3- {Y ]) V -2 
-t Kodf-i^^i^XT^ K 

• 5-^np-N- [5-^nt2-3- (h D 7/U:i-n ^'^M ^airi/V] -2 
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.5-^DP-2-t Kn:^i/-N- [4-^hci-3 - (hi) V )Vi(rxi 

• 5-7/V;!}-p-2-t Hn^v'-N- [2- (2, 2, 2 - h U 7/^:^-0 3^ h 

• 5-7/^2^a- 2-t Ko^i^-N- [2- (6, 6. 6 - hy 7/W;*-n^dr 

-y/vir^-y) -5- ( h y ^ni^/w] '<:/XtS:K 

. 5-^pn-2-fc Ko^^^-N- {3 - h V / f-ju- 4- {[4- 

• N- [4- (^>:/^Ti^*-/V'-2-'t'>'l') ;!^/P7t=>'^-3- (hy^/U;^- 
o^^/l') -5-:^Pu-2-t KP^t/^:^XT$ K 

• S-rJ'OD-N- [2- (4-:^DP73iy ^i/) -5- ( h y 7;^^n p« 5^ 

. 5-^pn-2-t Ko=¥e^-N- [2- (4 -t* ^/V'^aiy df^v') -5- 
y7/i^;t-np{5^;p) ^yXT^ K 

.5-^nn-N- [2- (4 n d 7 ;^/W7t=>'1'- 5 - (hy^ 

. 5-^on-2-k Ko^V-N- [2- ( 1 -■^7^yV':^-^v') -5- (h 
y 7/^;^np«5^/W) :7 3i::^/W] ^>^XT5 K 

. 5_^cin_2-b Kd^$/-N- [2- ( 2 --:^75^/i';d-dE^iX) -5- (h 
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ti^^om.. xit^thh(Djk^mM\^<it^i^h(omimi!^s 

(5) E^ilK 3&LXti5m^hVy^l-:tn;i^jumXh^y:'^-/l-m (^^oi 

3^xn5m<ohvy/i-:tn^^/i^m(Dm^. rmm^mmy-? e 
ii^om^^fi^m^^ f>{^^L•rv^T'biv^) Tfc2.^b^i^^u< imm^^iz. 
nm^fi^wM. xit^ti^(D:;^m!^m\^<n^tih(Dmimii^. 

't> <j;v^c i—C 6<7)T/w=ar/i'*. g^S^lr^ b-cv^•r ^ <t 5 J^j;v> U 6 

(6) E2;6S. 3- ( h y 7/V:fo p< ^/w) ^^cr^/V^, 2-7/U:^-n-3- (h 
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( h y I7/U;^-uptf-/V') 2-=^ho-5- (hy:7 

4 -i/T y - 3 - ( h y 7« 7 2 ^/V- 3 - ( b 

->'US> 4-p{5^>'W-3- ( h y :7/u;^ap{^/V') 7ic^/wS, 

5- ( h y 7/U;rnp{^/U) 73i::^/ug, 3-^h^i/-5- (hy7yU;i-pp« 

^/V) 73i=/uSx 4-;>{h^v^-3- ( h y 7/W:^op<f-/U) 7^=/USx 2 

- (p<^/1';^/V7t=/^) -5- y 7/W::a-Pp(^/U) 7 3i=/US, 2- (l 

-fnyv'y) -5- ( h y 7/u^p^5^/u) x(i2-^>'U7jxy y 

- 5 - ( h y 7/U;i-D ^ ^/w) :7 HI =^/uS-e^ ^^b-^fe^ U < (iMS^6*j{cfl:^ 

(7) Z^iK TIB^S: 
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• S-^oo-N- [2-7/U;fD-3- ih V 7/U:tn /'^jl') y^i^^/W] - 
2 - 1 Kn ^i^^ly^r 5 K 

. 5-^cin-N- [2-7/V:^P-5- {Y }) y ^'f-jV) - 
2 - t Kn :3rv/^>'XT 5 K 

• 5-^Dn-N- [2-^oo-5- ( h 1) 7/W:sJ-p p( ^/W) ^ai^^yW] -2 

• 5-:/n^-N- [2-^oP-5- ( h y 7/^;^-n ^ ^/V) -2 

-k Yn^i/^VXT^ K 

• 2-T-fe h^i^-S-jJ'PO-N- [2-:^PP-5- (h y 7/V;^-p ^ f-^u) 

• N- [2-:^PP-5- (hV7/l^:tnyi^;U) y -2-tKP^v^ 

. 5-:?^pp-N- [3-7/U;^-p-5- ( h y 7/W;^p f^/l^) - 
2 - k Kp ^i/'^^XT 5 K 

• 5-:;^P^-N- [3-:/p^-5- (hV y/^:^^:^^/^) -2 
-k KP=^e>"<i^XT$ K 

. 5-^PP-N- l3-yjU:to-5- ( h y 7/V:^p p« ^/U) :7 3i=^/W] - 
2-k }fu^-y^yXT^ K 

. 5-^PP-N- [4-7/W;^-p-3- ( h y 77l':^-p p< ^/V) ^mc^/U] - 
2 - k Kp ^^/^i^XT 5 K 

• 5-:/P^-N- [4-:i7np-3- ( h y 7/'^;^-P P< -2 
-k Kp^V-<^XT$ K 

• N- [4-:^PP-3- ( h y 7/W:d-pp<^/V) -2-kKP^i/ 
-5-pf5^/l"OXT$ K 
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.5-:^J3D-2-k Kndrv'-N- [2-= ho- 5- {hV 

• S-t'c^-N- [4-v'Ty-3- (Ml 7/L';^Dp«^;V) -2 
. 5-^no-2-t Kn=¥i/-N- [2-;'<^>'V-3- ( h y 7/W;?|-a 

• 5-i>'PD-2-t Kndrv'-N- [2-p«^/V-5- (h y 7/1^:^0 f-/^) 

• 2-t Ko=3re^-5-p«^/W-N- [2-^^/V-5- ( h y 7/W:i-n ;»< 5"/^) 
7 31=^/1^] '<i/XT$ K 

.5-iJ^nn-2-t Kn^ri^-N- [4-^^/1^-3- {Y ^) y JVir n ^ tv) 

• 2-t Kcid{^i/-5-^^/l'-N- [4-;?«5^7V-3- (h y 

• 5-yn^-2-t KD=3ri^-N- [2-p« h=ariy-5- ( h y 

. 5-:?'nD-2-l: Ko^i^-N- [2-p« h^'>-5- y 7/V;e-n;X5=- 
7^) 7 :ji r^/V] XT 5 K 

• 2-t KndE-i/-N- [2-p{ h^E^iz-S- ( h y 5^/1-) 

- 5 - p« ^yU-^^^XT ^ K 

• 5-:/n^-2-t KP=^rv'-N- [3-p« ( h y ^ 
)V) y3L:^)V\ ^yXT^ K 

• 5-:^oci-2-t Ko=3E^i^-N- [4-^ h=ari/-3- {\'^)y fVirn:^^ 
ju) ya^-jV^ -<VX7'5: F 

•2-t KndE^i^-N- [4-p« h^>'-3- (hy 7;u^Dp«^/w) 7 
-5-p{^/V--«i>'XT5 K 

. 5-^nD-2-t KD:3s^i/-N- l2-:^f-;\^7^jvyT=-^^-^- ( h y 17 
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.5-^pn-2-t Ko^i^-N- [2- (l-fPU^^y) -5- (MJ^ 
(1) TIB-^^ (1-3) : 
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(1-3) 
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i C 1 ~ C e O T/W=ar X ttg^S ^ W U T V ^ T «t V ^ C J ~ C 6 <^ T 3 

(3) E';65. 2. [(1, l-i^^^^/U) 3, 5 

[(1, yx.^;vm. Xfi5- (1, 

(4) Z^}6S, TIB^: 



• N- {2; [(1, l-v'pt^'/l') 31 ^/W] :7 3i=;W -5-:^ no 

- 2 - 1 F Pt ^■^^i^:^T X K 



A- 
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• N- {2. 5-\f7. [(1, -2-kKP 
df^t^- 5 ^fV^^yXT % K 

•N- {3, [(1, -S-rJ^PP 

- 2 - t K D =5?- v/^y XT 5: K 

• N- {3, [(1, -5-:/o^ 

- 2 - 1 Ko ^i/'OXT $ K 

•N- {3, [(1, l-v?p«^/U) =s^^fV] 7iii:=:/W} - 2 - t Kn 

5 - p« ^/u-^ ;/XT ^ K 

• 2-T-feh^i/-N- {3, [(1. J^^/W] 
/W} -5-^nn^yXT5K 

■ s-iJ-nn-N- [5- (1, I-v^t^^/^) 3^^/V-2-p< h air^/V] 

- 2 - 1 K n ^-y^i/XT ^ K 

• N- [5- (1, l-i^pJ^/V) 31^/1.-2-^ h=?ri^7:ii=/V] -2-t K 
n ^i^- 5 - ^ ^/v^:^XT ^ K 

• 2-T-fe h=¥i^-5-^an-N- [5- (1, l-i^p^^^/V) 3i5^/W-2- 

hdr->7 3i-yv] -<VX7'$ F 

(1) TIB-iJS^ (1-4) : 



Z*r*> 5te{^:®ifeSSr^LTV^T'^)J:v^2-t Ko^e/7 3i=/vSx X(i5|fc 



o 




(1-4) 



H 



34 



wo 02/49632 



PCT/JP01/n084 



o4e4 

(3) E*:6S. 5-::^n^-4- [(1. l-i^^J^/V) 31 ^yi/] ^Ty-/l^-2 

5-v^Ty-4- [(1. 1 -i^p«5^>'l') ^5^/^] 5^Ty-/U-2— C/V*. 4 
- (1, aif^/w-S- [(2, 2-x;^:^^/V) •fxi\fi!r=-/\'1 ^ 

TV^f^- 2 ->f 5 -T-fe^/v- 4 - ^ai^/V^^ry— /V- 2 
5— <:/y'l'/l^-4-73in/lx5^Ty-/W- 2~'</WS^ 4- (1. 
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/V-4- (-O^^/l'^n^ai^yW) /W-2-^/l'S. 4- (1. 1- 

Xtt4- (1, 3i5"/l/-5- (4-7*-/l'tf^y 

(4) 4- (1, [(2. 2— :/ 

(5) Z^;5S. TI5^: 
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• 5-:/n^-N- {5-yp^-4- [(1. oi^/U] 
— /V'-2— f/W -2-t KP^v'^y;<T5 K 

. 5-;^rnp-N- {5-i^T/-4- [(1, a^^/U] f^T)/ 

— /w- - 2 - 1 K p ^^y^^yXT %. K 

• 5-yP^-N- {5-i/T/-4- [(1, l-i^^f^/W :i^5"7l^3 f^ZV' 
—/V- 2 /V} - 2 - 1 K P ^ iX^^'XT' ^ K 

• 5-^pp-N- {4- (1. i-='J:^^)V) [(2. 1-=;:^^ 

f/U) yplf:^=:/U] ^Ty—/\^-2-yf/U) -2-fc Kp=¥v'^VXT$ K 
. 5-:/P^-N- {4- (1, l-v^^f^yU) 3i^yV-5- [(2. 2-v>p« 
5^/1^) :/p f:^^/^] /-/W- 2 -^/u} -2-1: Kp =3{^i^^>'XT $ K 

• N- (5-T-fe5^/W-4-7ai=7U5^Ty— /l'-2-^'/U) -5-:/p^-2 
-t KP^v'^i^XT^ K 

• N- (5 — <>'y^^/U-4-yzi^=-A^^Ty—/U-2-4/l') -s-zf^^- 
2-h KP=2rix^>'XT5 K 

•2- (5-:/p^-2-t KP=3ri/^>')/-r/W 7$y-4- [(1. 
p^^/V) a^^/k] f^T)/— /V-5-*/WJft>^ 

•2- (5-:/p^-2-t KP=aE^V'<i^)/-f>'W) T^y-4- (hy7/V';^-p 

•2- (5-:^PP-2-t KP'^V^^'-I'/V) T^y-4-7ai::^/V'5^T>^ 
— />- 5 - * /U;}? :=-'5=-/k3: ;^ 7=-/W 

• 2- (5-yp^-2-t KP'ap-^'^>'>^^/l/) T$/-4-7ai:=./P^T/ 

• 2- [(4-t KP^i^k*:7:3i=/V) -3-;t//l'J}?::^/l'] T$y-4-7^::^ 

• 2- [(4' -7/V;^P-4-t h^ti^-y\fy :iL=^/U) - 3-:fi/u^::^ju:\ T 
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•2- [(2', 4' -i^7;W::d-p-4-t KP=3f^'>lf7 3i=/W) -3-*;V/7}?zi 
•2- {[4-fc Kp^v^-4' - ( hy 7;U;tD^f->'^) If^i^/l'] - 3- 
;V 

' 2- [2-t KDdri/-5- (l-fcU/W) ^^^y'^yw] T$y-4-73i 

• 2- [2-t Fn:3E^-^-5- (1 -5^ai:=:/W) ^i^Z-f/l/] 7^^-4-73^ 
•2- (5->'p^-2-t Kndrv'^:/>/^/l') T$y-4- 

• 5-:^p^-N- [4- (1, ^f^/u-5-t°^y v^y^ry 

— /w- 2 /w] - 2 - b Kp :aE^i^^>'XT $ K 

•5-^P^-N- [4- (1, l-i/^^/V) 3i^/W-5-^/W7}^y /5^Ti/ 
-yW-2--l'/^] -2-h Kp^v^OXT^ K 

•5-:/P^-N- [4- (1, I-^J^'^JV) (4-p<5^/Wt°^ 
y v^:/-!--^/!') f^T>^— /W-2— f /U] - 2-t KP=aE^v^^>'XT^ K 

• 5-:/P^-N- [4- (1, 3:^/W-5- (4-73i=/Hd' 

^y 1 -^/u) ^ry— /i'-2— -2-t Kp=^v'^i^XT^ K 
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\7)V^)\'^\ LTfix ■esjx.f^. ^^/K n-7°PtVK -fVl/P 

f/K n-:/f^/K ^'y:/^7K s e c-:^^/K t e r t -T'f'/K n-^^' 

/K S-pi^^/v^^-f^/K 2 -^5^>'V^>'5^yK 1 ^^/W^^f^/K 3, 3- 

2, 2-v?^^/l':/5^/K 1, 1 1, 2- 

f^/Ul/^^/K 1, 3-i^p«5^/U:/f^/K 2, 3 - v?;^ 5^/l':/5^;K 2-:t^ 

;vzf^/v, 1 -3:.^;vzff-/v, 1 -ai^/v- i ^^/Pt'd tVu. n-^:7'f^/K 
n — ii^tJ'f^/K n — y^-^K n— xv';K n — n— Kt^v^/Wx n — 

rT/U>{r=:/k^J i L-Cf±. 'fi?ij;t«. f^/K T'P/N'-l -aiy-l-xf/l^^ 

/K ::^^-3-^i^- 1 --f 2-y5^/v:/p/-?- 2-^i/- 1 --f/K 1- 

-31.1^- 1 — Y/K ^^'^^ - 3 1 -xf '^i^^? - 4 - Jii/- 1 

3 -y - 2 1 -^/K 3 -y f^/W^iJ' - 3 1 -^/K 

1 -^i^- 1 — I'/l'x ^=3e^1^-2-3:^>'- 1 — </K ^^1^-3-3:>' 

^^/W-^i^^-S 1 -y(;v^ 4-y5^/U'<>'^- 3 1 -'f/K 
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S-^v-l — <jv^ x;^- 1 1 --f/w, x;57-9-j^>'- 1 -^/u, 

--f/K 1 -p<5^/i':/a/-?-2->r ^- 1 --f/K 1 — f/K 

^ ^^ef— 1 l^- 1 -^/K 5 

iJ'- 1 --r 1 -^/K 7 -'f 1 — r/i', y 1 — f 1 - 

-l-'f/w, i^- 1 -^/K •J'^'x*-! 0 — r^^-l-'T/K 

Kx;J;-i-^>-l-^/K Kx*- 1 1-^:^-1 —Y/K hyx;t^-l- 

—f/K 77^:^7-1 3-^>- 1 -^yK 1 1 -^/K 

4-i?-r/K ^VjJ':^-!, ^^i^V- 
1, 1, 1, 4, 4-y'hv^i^/\^-f^y-l, /l^^OC 

40 



VfO 02/49632 



PCT/JPOl/11084 



[T^i'^::^i^i^mi irUttt, mt\t. :/P^:/- 

1. T'iJ'-l-^V-l, 4-v^'l'/W. 7'^-2-3^:/-l, 4- 

rT/V^Jry-T^VSj ^LTfi. ^Jxff, p^f^yx^s ::^^y7^>'. ynfyy^ 

^u^O^^jU, i/'^u^^^y/i', 'y^n^-f'f-tx^, "-y^ xi-^i;'f-)V%<DQ.^'^Q.^ 

V^T■t)J;<, -Pij^ff. l-'f 2 — r^^^)^. 1, 2, 3, 

=7\LY^'fy^\yy-\-^f^. 1, 2. 3. 4-x hyt Kp-:>-7^u:/-2 

2-->^ p::^^^- 1 -'f/l'. 2-i^^P^VxV- 1 — Y/W, 3-i/^P^i/ 
— T/K 2--yi^ a^^±y-i-^/]^, 3-v^^p^^-fei/-l--r 
1 -v^^ p:/xV- 1 --T/K 1-'>^P'^>'7^:/- l-'l'/w^<^C3~C6 

TV^T'^)J:<. «?!I;tf^, 1— fy^=^;K 2— ri^^=;w, 1. 2. 3, 4— r 

h7 1 KP-:^7i5' 1 --T/K 1, 2, 3, A-y" h 7 \^ Y^'ui-y -^r uy- 

Tix^ PT/i';{7>i^j.=/vSj iLTfi. ■0il;t«. 2, 4-->^p^^^;5'>'i>? 

2, 4-S/^ P^:3^f-Vi^3^>'- 1 -^^K 2, 5-'>^P^ 
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p tVl':^P tVK 4 - P :/p f/i'i/^^/K 5 - v^^ p ^ p tVU^^'f^-zW, 6 
-i<^^p:/pif/i/^dE^i//i/, p 5"/^ 5^^p^:^5^/vp«^/K 

f-;^. 6 -i/^ P:^^f^yP^^i/>'U^(^C4~Ci40i/:J7 pT/1'=2e^/w-T7V^>'L' 

r-jxjJ^PT/^^^S-i^vSj i; UTH:. 'fi^J;tli, pyp/^°>'- 1 , l-s;^-f/K 
p^p/-?^- 1 , 2-v^'i'/K i^i^' P^^^Jrv- 1, l-v^-T/v, ->i^p>^i? 
2-i;^^/K Vt^p:/;^':/- 1, z-i>y(/v, x/^ n^i^'^i^-i, i 
-i^-f/K 1, 2 -e^'T/K i^^D'^i^^^^- 1, a-v^^/K 

->^p^dE^f->^-l, i^^'P'^'^ih:^- 1, 2-v?>f/W^ i^^P^ 

1, l-v'^/K v'^p^^;?^^- 1, 2-i^^yK 'y!7n:t'^ 1- 
v^-f/K v^rJ'P:^-^^:/-!. 2-i^^/i'^©C3~C8<^Vi5^ DT/l'^UVSias 

[iy^V2T/l^^:^l^y&j tLXit. m^it. 2-'>^P7'P^V-l, 1- 
i^-T/K 2-iX:J'P7'x:/- 1, 2-V;}'P'Oxi/-l. 1 -i^ 

-f/V, 3-i/^P'<>'X>'- 1, 2-i/':?'P^:ar-fe:>'-l, l-v> 

-i/V, 2-$^^P^dffey- 1, 2-i?^/K 2-i^^P^dE^-fe:^-l, 
'T/K 3-i/^P^:^r-fe:^- 1, 1 -i^^ p 1 . 2-^;^^ 
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Fry -/WSJ t LTfi, '^-m^xim^^m^^mm^ityi^mmib^mifibti. 

i^^LTv^rt><t< . ^J;t«^ 4— r:/t?'=^^K 5— r^-^s^^^/K i. 2, 3, 

4 -X h7t KP-t7^ 1^:^-5 -^/K 1. 2. 3, 4-rh7tKP"^7^ 

rTy-i^:/*j b\.x\t. mx.\t. i, 2-7^=1/^^. 1, 3-^31=^ 
1. 4-7^::^wy, t-^'^i/^-i, 3- 

/K •^7^Ui^-2, 3-v?'</K 1/^^-2, 4-v^-Y/K ■^7^'U>'- 

2, S-v^-f/K ':^7^?^V-2, e-v^-Y/K ■^7iJ'WV-2, 
:^7^5'^'^-2, T^/h^-fe^--!. 4-i>-fyl'^(DC6~C,4(^ 

rT^/w^/wSj a;b-ctt, rr/w^/i'Sj ©io©;!Kf^j^^ds, Fry— /wSj 

/M^/K v?:7:ii— 1 -73i;!'^5^/K 2-7^^^/K 1- (1 —t 
y^jV) ai^/K 1- (2--:^7^/i') 2- ( 1 -':^:75^/^) ji^/u, 

2- {^—Yyf-tV) 3L=^;V, 3-73irr7u:/pk'/W 3- 
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f'/w) zf'^ji^. 4- (2— 5-7 3i=./u^:/f^/K 5- (l 

— t^^^/w) 5- (2— :^75'/^) 6 -7 

6- (l--^75^/W) 6- (2-•:^79^/^) ^^v^yW^OC^-Cie 

r^filS^«7KmSj i UTti. -piJtfi. Ifi^^f^n [2. 1. 03 ^yf^/K 
tfiy^'p [2. 2. 1] ^r^/K t'V;{^P (2. 2. 1] T^-^^y 

r;^tfn^5C^ik>!K#Sj. iLTtt. 'e?ij;tfl. ;^l^n [3. 4] Uri^'f-f^'. 
7.\fxi [4. 5D -r^-l, 6-v?3i=;w#©S;6SWbtL5o 

/K >^o^^^/K v=:/p^p{5'>'K hy:/p^^5'>'K a— Kp«5^/w^ v^a — 
K;»{5^/K hya— K;^5^/K 2, 2. 2 - h y 7/^:^-001 f^/K ^^'^7/U;^- 
3 , 3 , 3 - 1- y 7/l';^P T'P fcVW, ^T'^ 7/V;i-p :/n f/K ^7" 
^7/i';^P'< yT'p fcVK /■^7/1';^p:/^/1/, 7/V:^p^^i//w^© 1 )^ 
^^ L 1 3 IS cD/N P ^^il^-Cg^^ i^;^cC ^ ~ C e <^Ei^4^Xlii9'^^^<z>/N p 

< ^ 1 iS"^tp*^^xft^^#^^-^7^pT y -/ws. Mtj^ic. mm^itj5fe-r 
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3-5^^=/K 1-troy/K 3-fpy/K 2- 

;K s-^^Tj/y/K s—ry^^Tj/y/w, 4— fyf^ryy/K s-^y^'r 
/y/K 1— ^^yyy/K 2-^5^>^y/K 4-w'5^yy/K s-^^y 

/y/K i-t'yv'y/i'. 3-k°7>^y/K 4-t°7yy/v. s-t-^yy/K 

(1. 2, 3-:^■:¥1^v^7y-/^) -4-^/K (1, 2, 3 -::^^f-v^T 
;W) -5— f/K (1, 2, 4-:^d5^f-i^T)/-/V') -3-^/W. (1. 2, 4- 
::^-^1^^^Ty— /U) (1. 2. 5 -:^=3f^f-i^Ty— >'U) -3 — T/K 

(1, 2, 5-;^-^ifv^T/-/W) -4--r/K (1. 3, 4-:i-^-^i^7)/— 
;V)-2-^/K(l, 3. 4-;^^f-v^Ty'-yW) -5— T/K 7 7if^/K (1. 

2, S-^Ti^Ti^-zW -4-W'/K (1, 2, 3 -5^Ti^T y-zw) -5- 
-T/K (1, 2, 4-5^Tv^7'y-/V) -3 — r^W (1. 2, 4-^Tv'Ty— 

(1, 2, 5 -5^Tv^T>^— /W) -3-^/K (l. 2. 5-^ 
Tv^T/-/W) -4--l';K (1, 3, 4-f^T':>Tyy>'W) -2-^/K (1, 

3. 4-f"T;^T)/y/V) -5->r/K (lH-1,'2. S-hVYy^/V) - 

(lH-1, 2, 3-hy7'y-/V) -4— Y/K (lH-1. 2, 3 

-hyry— /W-s — T/K (2H-1, 2, 3- hyri/— /i^) -2-^/1-, 

(2H-1, 2, 3- h y T':/-/!') -4— f/W, (lH-1, 2, 4-hyT 

/w) -i->r/K (iH-1, 2, 4-hy7'y— /V) -3— f/K (ih- 

1, 2. 4-hyT>'-/V') -5-^7K (4H-1, 2, 4-hy7'/-/W 
-3— T/K (4H-1. 2. 4-hyTy— /W) -4-^^/^ (IH-xhyy 
-/V) -1— r/K (lH-7" h^y-ZW) -5— f/K (2H-xh^ywW) 
-2->ryK (2H-xh7y— /l^) -5— r^'K 2-fyi>/K 3-fyi;?/K 
4-lfyi?/K 3-lf y ^v>::^7K 4-fyyv?=/K 2-lfy$i?=/K 4- 
fy$v?=/K 5-lfy^i?=yK 2-f7v^:^/K (1. 2, 3-hyTv>>') 
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-4-> T/K (1. 2. (l, 2, 4~h]}Ti^» 

-3--r/K (1. 2, 4-hy7v^>') -5-'f/K (l. 2. 
-6— f/U, (1. 3. S-hyrv^V) -2— ^'/K l-T-fe't'^/W, 1-T 
•^f:^/K 2-T-^f=^/K 3-T-^f=/K 4-T-^f=/K (1, 4-:t^ 
1^■^k•>') -2— f/K (1, 4-:r^f"^lf>') -3— f/K (1. 4 
iffV) -5-4/^. (1, 4-;f:3ef-^t°>') -6— r/W. (1, 4-;^-^f-if 
fV) -7 — T/K (1. A-i^T-^M'y) -2— f/K (1. 4-5^T-^k°>) 
-3--r/K (1, 4-5'T-fe'f:/) (1, 4-5^T-^t°>') -6- 

W'/K (1, 4-f"T-^t'^^) -7--(/V^<D5ti:\(^V7M(0^m^^y'^TV 

=/K 7-^i^y77=/K 1— Yy^V/^^^/K 4-^y^:^/77=/K 
5 _^ y^^y37^-^V/, 2-^>'i/ Cb) ^3izi/K 3-^i^^ Cb] 

4— <W Cb] 5-^:/y Cb] 6-'<:/V' Cb] 

Cb] (c] 4->^i^y 

Cc] S-^i^Z Cc] l-^r^'Kil/K 1— YV'Ky/K 

2 — r>'Ky/K 3->r:/Ky/K 4->ri^Ky/K s-^i^Ky/K e— 
Ky^w. 7— r^^Ky/K (2H--ry-r>K"-/w) -1— t/k (2h— ry-r 

^'K-zV) -2— f/K (2H — ry-Ti^K— /W) -4-^/K (2H-^y^i^ 
K-ZV) - 5 — r /K (1 H— f i^iJ^y-zu) - 1 — f/K ( 1 H— ^ >'^5^)/-7V') 
-3-^/K (IH— f -4— r.'K (IH-^i^tJ^y— /V) -5- 
-Y/K (IH—f^iJ^y-zW) -6-'l'/K (lH--f>i5^/-/W) -7--f/W, 
(2H — r^^^y-yU) -1 — f/P. (2H-^>^y^—J\^) -2— f/K (2H 

-w'v^y— /w) -4-w'>'K (2H — rv^y— /V) -s-^'^k 2-^>y 
:e-=aE^f-yy/K 2 — <>'y;^-:^r-y-yy/K 4-^>y:^-^-9-yy>'K 5-^>'y 
:^^f-yy7w. 6— <yy:t^-y-y y/w. 7-^^y;^-^lr1^yy/^.^ (1. 2- 
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4— T/K (1, 2-^>'/-r y;e-=^rf->^-/l') -5 — f/K (1, 2-^V)/-r 
y;^-=^1^y-/u) (1, 2-^^y'< y;^^f->^— /u) -y—T/K 

(2, 1 -^^'y-f y;^dpf-y— /V) _3_^/w^ (2. i-^>'y^y;^-:^f- 
-4 — T/v-. (2, l-^>'^/^y:t*1^y-/^) -5— f/K (2, 1 
— ^y:/^ -6 — T/K (2, 1 — <>')/-r y:^-=¥1^)/— ;w) 

y/K 6 — <vy5^Tyy/K y-^^^y^^^ryy/K (i. 2-^i^y'<y5^ 

TiZ-yl') -3— f/K (1. 2-^i^y-< y^zy-zu) -4 — f/K (1. 2 
-^yytyf y^Y^r^jU) -5-^7K (1, 2 ^^-y^ y y— /V) -6 

— T/K (1, 2-^^^yv y^^ry-zw -7 — r/w^ (2. i-^vy-fy5^ 
ry-/!^) -3 — T/K (2, i-^:/y-f y^Ty-/u) -4 — ryK'(2, 1 
-^>yxf y^ry-zu) -5— Y/K (2, 1 -^i^y^y^^Ty^/w) -e 
-^/w. (2, i-^vy-ry^^ry-zw) -7— t/k (1, 2, s-^i^y:*- 

^^i^T-^—Jl') -4— ^/K (1, 2, 3 — «i^y;^-^f-i^Ty-/l') -5- 
-Y/K (1. 2, 3 -^>'y:^:¥1fS^7'y->'W) (1. 2, 3-^> 

y:r^1^v^Ty~y^) -7— r/K (2, 1, 3-^i^y;^-:¥1^^^Ty<-7^) - 

4— Y/K (2, 1, 3 — ^yy:^dE^f-i^Ty-/W) -5— r>'K (1. 2, 3- 
^:yV^T-JT9—jV) -4 — T/K (1. 2, 3 — ^i^^/'f-T 'JT:/—;v) - 

5— f/K (1. 2, 3-^yy>Tv?7y-/U) -6— T/K (1, 2. 3-^ 

yy^^Tv^ry-yu) -7— ^'/k (2, 1, 3-^>'yf^Tv?Ty-/i^) -4 
— T/K (2, 1, 3-^i^y5^Tv^Ty— /V) (iH — ^i^y h y 

7y-/v) -i->f/K (iH-^:/y hy ry-zw) -4— t/k (ih-^^^ 
yhyry-zu) -5-^;i,^ (ih— <^y by ry-zw -e— t/k (ih 
-^i^y ^yry— /w) -7 — f/K (2H-^vy by ry— /w) -2-'</k 
(2H— <i^y by zy-zv) -4--r/K (2H-^:^y byry-zw -5 
— T/K 2-^yyzK 3-^yyzK 4-:^yy/v. s-^s^/yzK 6-=^ry 

47 



wo 02/49632 



PCT/JPOI/11084 



— Yy^^yy^K 5-^ y^y v^^. 6-'ry=¥yy/K y-^ry^/y/K 8 

-'fy^yy/K a-v^^'yy^/K 4-i^vyy=/K 5-i^vyy:r/K 6 

y :=./w, 7-iyyy v 8-v>'/y=/u, 2-=Sr-^yy=/K 4 

-ds--^>/y s-^-^j/y^/K 6-^-^-yy ^^/K 7-^-f)/y=/K a 

/i'. i-yi?7v^-/K s-yiS^yv'-zK 6-yi5'7i^=/^^ 2— :hy5^yv' 

7-yy::i>'K s-y^y^-zK 2-7'xyv?=:/K 4-y'xyi^=/K e-y'x 
yv?=/K 7-y7"yt?=/K i-j^/w^yy/K 2-;{;/w^yy/K s-:*/^ 

Ayy/i^. 4-:<;/w^y y /V, 9 -:«7/w^y y yu, 2- (a— ;i&/i'j}?y -/w), 

3- (a— ;«;/l^2Ky =:/U), 4- (a— ;^;/V/)?y 5 - (a— J^/W^J^y ^/W, 

6- (a— ;<7/WJj?y=/U), 7- (a— ^/VJj^y 8 - ( a — ;!(7 /VjK y ^^/V) , 
9- («—;<; /UjJ?y=:/U) , 1- (/3— ^/W^^^y/V), 3 - (i3— ^/W^::^ y /U), 

4- (^— */U7i?=y 5- (^—:^juyf.=.]);u)s 6- (.p—^/i-:^^=-V /^). 

7- (i3— i;/wjK=y/v). 8- (^— ;«7/V'2K-y/W, 9- (/3— ;!{7/VJi?=y/v), 

1- (v— :*/l'jJ?y=/V')> 2- (7— ^/WJj^y 4- (y— */V2l?y ^/V). 

5- (7— :«;/vjl?y 6- (y— */Wjj?y 7- (y— :*/V:a?y 

8- (y— ;{J/W-J?y 9- (y — y ^^/V) , 1 -T rJ' y v?:=^/K 2- 
T^J' y 3 -T^ y v'-zK 4 -T^ y v'::^/K 9 -T^J' y >5^/K 1 - 

73iy^f-s>-/K 2-y3iy =¥f-i^=.;K s-y^i/ ^rf-i^^^/K 4-y:iiy 
:^ri^i?=;w, 1 o-yaiy 1 -y*y^Ti>=/K 

3-y3i/5^Ti^=-/K 4-y:iiy^Ti^=>'K 1 0 -y '^^Ti^'^ 
/p. 1 -y^-^-v^^/v, 2-7^-:^v'ri/K l-y:c-:h^^ h y 2-yai 
•ri^ h V i^^ji^. 3-y^-^:^ hy v?=/K 4-ya:^:/h y i^zi/^ e-y^i 
h y v?=/K 7-yci:-^i^ hy 8-y3:•:^i^^ y v?-/^ 9-y^ 

■^^-hyv^^^/K 1 0-y ^^hy-2?::^/K 2-y*-^i^hP y=:yK 3-7 
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xi-y h o ]) =LjU, 7-73i-f>' h D y =.yK y 9-7 

3i-t>' ho y ::^/K 1 0-7 3l:^:/ hP y =;K 1 -5^T^^ M^^y'K 

>'hU'r:/K 1 — r^Kyv'^/K 2-'r>Kyv'=/K a — r>'Kyv^=^/K 
s-'f :^ Ky v?::^/K e-^r^'Kyi^c^/K 7->r :^Ky v^^/k s— f^^Ky 

^r:/K 4-7:iiy ^-y-5^^ri/K t2, 3-b] 7y/K t°pp ci, 

2- b] fy^v?-/K Ify^P Cl. 5-a] t-yv^/W -(^yy [11. 2 

-a] ifyi;>/K -r^^y ci. s-a] ifyi^/K -r^^j^^/ ci. 2-b) f 

V^'J=-/l-.>f5.^:/il, 2-a) t-y $i^c=;K 1, 2. 4-hyT>^P [4, 

3- a] fyi;'/^ 1, 2, 4-hyTyp [4, 3-a] \i° ]) yi>^;um<D 8 

l-l^Pyi^=/K 2-lfP y 3-lfpyi^r^/K 2-x 

h7tKo7y/K 3— r h7 t KP7y /K 5^^7:=-/K 1 --T $ ^V^y 

/w. 2 ^ y i^^/K 4 — r ^ y s^::^^^^ i-t-^^/y i^=-/w, 3- 

If^V^yi^^/K 4-t*7yy v'^^^/K 1- (2-tfpy=:>'U), 1- (2-^ 

$^>^y=/u). 2- (2— r^iS^v^y^/u), 1- (2-tf7>^y=/v), 3- 
(2-f7yy ^/w). if^yv^/, 2-f'<y e^c=^/>, 3 - if-? y ^^^^/k 4 

- k°-< y i^c^/v, 1 -/1n^ t''^ y i^=.;u, 2 — r h 7 t K P t°7 =/K ^/W/Jn y 
(^;^-^/u;J^ y » -4 — T/K l-l:°'<7^^^^/K 1 f^^i^^/w 

2 — ^p-r=:/K 3— ^P-r=^/K 4-^p-v:=:/W^ 5— ^p-v-^-^K 6— :i^P 
/V', 7-^PT=^/K S-^P-v— /W^ 1— f y^P-s':=^/l', 3-^y^p 
4 — fy^n-rc=.A'> 5 — Y P-x'^/P, 6 -w' P'^'^-zK 7- 
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^y^o-m/K 8-'<y^nT=./K 2-^";^-^ n-^^/K Z-'f-:^^ vi-^zz. 
A^. 4— 5^:^^ 5 — f-;^-^ p-7=>'V's 6 — f^sj-^' n-^y^/V-, 7 —f-:^ 

4-^yf^;*-^p-v=:/i/, 5 ->f y o -^^/K 6-'fyf^;r^o 
7-^ y^;t-^'P"r=.7K 8-^y'^;i-^P^=^/K 

2->r>Ky=^/K 3 — r:/Ky=/K 4-^i^Ky=^/K 5->r^^Ky s/w. 
6— r>'K';=/K 7--r:/Ky::^/K i — r y>r^Ky::^/w, 2— ry-r^K 
4— r y-f :^ Ky s-^ry-^i^Ki^-zw 2- (4H-:i^pp« = 

3- (4H-^PJ?<=>'W), 4- (4H-^ Pp«=/U). 5- (4H-:i^P 
6- (4H-:J' PpJ^/W), 7- ( 4 H - P ^/W) > 8- (4H- 

^py^/u), 1 --f y^ py 3 — f y iJ' n y -/w. 4 --T y ^ p y — /i', 

6-^y^py^/K 6-:-^ y^j'py^./K 7-^y^py=/w> s-^y^p 
y::^/K 1- (iH-fp y i^^/w). 2- (iH-fc'py i^r^/u). 3- (ih 
-fpyi?=/w), 5- (iH-ifpy v'^/w). 6- (1 H-f p y i^^/w). 

a^rWU-cv^Tfc J:vN¥^S;xttliS^#g|^5S=#«t^xp^S^ rgi^^T^ y 

i?=./K i-;^=¥f-)/y i-5"Ti/y if-<y i^y ^ ^/v^j^ y y ^ 

X - If c?- 5^;^^/W;jN y 4 /u, 1 - /fv^ f ^ y 1 - 

^f^7-^=7K 2-fp y T/w, 2— < $^yy — r/K 2- 
ifyyy i^- 1 -'f/K 1 — r^-Ky^/K 2-yf y^yh'v 1, 2, 3, 
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4-X b7t Kodf^/ y V- 1 -^/W, 1. 2. 3, 4-x h7 t KD^y=¥y 
S (T;>=^r/U-:^-^i/S). T/\^^^/\^-:t^x/ms v' 

^i/. n-:?'pjK^i/, yT'ojiK^v^. n-::^h:ar->. -ry:/h^-J/. sec 

t e r t-y^h=3E^'X n y/^l^^M^i^, 

2-p<^/v:^h^->. 1 ^^:t^i^'^/u:t^iy. 1, 2-i^^ 

>rW^>'^7V:^dE^->, 3, 3-v'p«f^/l':/h^i^. 2, 2 5^7^^ h^t^. 1, 

h^^rV. 1. 2-i;^p<^/i':?'hdei/. 1, 3-i^:!i'^;u:fh^i/. 

1 -pif^/u:/pjK^v'. n -^7'5^7V;i-=^rv'. n -;i-^5^/u:^-^->, n- 
/ :=^/l^:t^->^ n— rv'>'^;t•^i^^ n-»>>'xv^/l':i-=^'>. n- }^'fi^J^:t^i/'^ 

:/-l->f/>) (2-p<^/u:/n/-?-2-3^i^- l-^/i') :^-=3E^i/, (1 
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:?f-^v/. ('<^/iJ'-4 1 --f/i^) ( 3 ^/U^^J' - 2 

1^- 5 -^v- 1 --Y/u) (4 ^/w-O-iJf- 3 1 --fyu) 

(4-p<5^/v^:^^-3-3iy-i— f;w) (^y^-i-^:^ 
-1 — r/W (^:7'^-6-aiV-l->r/W) 

-1 — T/v) (7^;«7-9-3^:/- 1 -W/i^) ;«^-=ar^/^ (^7:^7^';^;- i -^^ 

y-1 — f/w) (!>y7^;«7- 1 o-3:y- 1 — Tt^iy^ (Kr;5;- 

7^;i5;- 1 1 -^/V) ( h y x^t; - 1 2 1 /V) 

y^ {=rh 77^:^-1-3^^-1-^ /I') :t^y^ ("r h'77':f}-l 1 

{:i-ir^-7-^y-l-^jV) :^^y, {yt- 1 y- 1 -4 /i^) 
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0->(':x-l — r/W :t^->. ( Kx;«7 - 1 — r i/- 1 - 
-f/w) (Kx*-1 1—r /i^) ;t=^:X. ( h ^ 1 — f >' 

'ho 

i?'D:/ntVl^>^n7K=^iX. 4-i^^nytt\f;]^^ h^iy. 5 -i/i^^ dt'o tVU^ 
n^^i/zV:^ h v'^ 2 — t^iJ^ n^:aE^->'/Wct h ^i^^ 3 - u^^i/jv:/n tK 
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2-yzr.:^^/V:t^i^, 1- (l—f^^/U) J^h^i^. 1- (2— 
^/l/) oih^ix, 2- (1 -:J-:75^/V) oiharv^, 2- (2— a^h:^ 
i^. 3-7:ji=i/U7"0 2K^^X. 3- (1— 7^0^=3^^/^ 3- {2—r 

4-7a:ri/V':7'h^i^, 4- (1— 
4- (2-':^7^/^) 5 -7 3i=/w<i^5^/^;^-^->^ 5- 

^i^^l'^^iy, 6- 6- (2 ^ 

^?iJx.(^^ h^i/. h^i^. ^nn^ h^i^. ^d^^ h 

tSri/. a-K^th:^!^^/, h y 7/l';^-n ^ h df^i^^ h U n n pi h :3riX, 2, 2, 
2-h';7/W;^-ci3cha{^->, ^y^7/U:tP3ihdr->', 3, 3, 3-M;7/W;^ 

^ -CS^^ ^ ^^ C I ~ C 6 <^ ff fi:5)-^® il^O/N n ^-f b T /V 3 ^ ^ 
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& i:p^<^Sds^tf ?>tL5o m<t:^m-:^/i-y T thx\t. m^\t. 

:/5^/V';^/V'7 t y i/^/u^yv^ r sec r — /^-^ 

t e r t ->^^/V';^/w7t=/K n-'<:/^/i';^/w7T=''K '<y-<i^^/i^;^/v 
yr=/K (2— x/w^t^/K (1 7.tvyr=^ 
/K ^:*--^y^/w;<.>'i'7r=/K (1. 2-i^p«^/V7'oif7V) (1 

^^v) ;^yU7T=>'K ( 1 (3, 3->^p<^/u 
J^/v^T^/K (2, 2-i^^5^/U7^f^yi') ;?./W7 7'=/K (1, 
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(1. 2-v^p«^yU':/^>'W) T^tx^yr^i^. (1. 
3-v?p<^/v:/5^/w) ;^7W7t=>'K (2, 3-v^^^/v:/^/u) ;^yP7r=^>'K 
( 2 TsiVyy^/V, {l-:^'f-j\^zf^j\y) ;^/U7t=/K (1- 
Jtf^/w- 1 -;>{'f-/i^:/i3 tVw) ;^;W7 7=-/'K n-^7'^/V'y^/V7T=->'K n- 

— ^^T^i^/V:^/!^^ 7 =>'^> n — Kt* v'>'l';^>'V7 7 n — h y xi/>'W;^>'V'7 

rT/V"{r=/u-;^/W7 7=/V'Sj i: LTfi. -pijxf^, t*=.yw;^>'V7 7=-'K 
D/-?- 1 -3;>'- 1 — T^/i^yr^-f^. T y 7 ^/K >fy7'p'<= 
/Vy<./V7 7=^/K 1 1 -^/v) ;^7^7 7-/^^ (:/^-2-3i:/ 

-1 — I'/l') ;:^/W7 7=>'K (^i?- 3-3^V- 1 — f/W) ^>'U7 7-/K (2- 
P^f-Zl^yo^-?- 2 1 — 7^fVy7=.;V^ {1 - ^^;VZfn /<- 2 - 

(^y<Jr_2— oti/'— 1 f/V) _ 3 _ 1 

^yU77=/K ('<>'t5'-4-Ji>'- 1— T^u) ;^/^77=>'K (3-^5"/!^:/^ 
-2-3i:/-l — f/V) ;^/U77=/K (3-p{5^/l'^^-3-^:/-l-'l'/V) 
;^/l/7 7=>'K 1-3^^-1-'!' /P) ;^/l'7 7=>'K ('^=¥f--2-:t 

^'-l — f^U) ;^/^77— /I'x (^^f— 3-3iy- ;^/P77-/K 
^f— 1 -^/V) ;?./^7 7=/K 5 -Ji^'- 1 -^/U) ^ 

/i/77=/K (4-;^'5^>'W^i^:?- 3-^y- 1 — f /W) ;^/V'77=yK (4-p< 
^/i''<:/^- 3-3^i^- 1 --f/W ;^/U7 7=/K ('^T'^- 1 -31^^- 1 — { 

)V) ;^/U7 7-/K ('^7'^-6-:xy-l-xi'/i/) ;^/l'7 7=/K 

/K (y-t-- 1 -^/w) ;^/W77-/K (y-^- 8 1 -^/w) 
;;^/W77^>'K (x*- 1 l-xf/w) ;:^/W77^/K (7'*-9-a:>'- 

1 — f/v) ;^/i'77— >'K i-jx^'- 1 --f/i') ;^/i'77=/K (»> 
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-aii^-l — T/u) 7./\^y7=-f^. (h y x;i57- 1 2-^>^- 1 -^/w) ;^>'V7 

(:7'p/^-l — fV'-i-'f/v) TsfX^yy^i^, {:fn/<- 2-^ 1^-1-4/1^) 

l-^;v) ;^/^7T-/^^ ( 1 -p« 9^/^7°o/^°- 2 --T 1 --f ;=^>'V':77 

;^;V7T=/K (^=¥f— 1 1 -^T/w-) ;^7i'77'=-/K (^^f— 

6 1 --f/w) ;^/u77— ^5?- 1 i^- l --f/i^) ;^>'V'7r 

/w) j^/v^T^^/K (y-t-8-'i':/-l-^;w) ;^7V7t=>'K 

^7"';*;- 1 — f 1— T/w) (iJ^i^x*- l 0 1 — T 

1 — Ti^-l-^/v) ^^/v^ T ^/V'x (MJx:!&-i-^v-i ;5^>'U7 
r=^/K ( MJ-r;&-l 2 --('>'- l-'T/W p^fvy7=-f^. {TYvt'Ij-I- 
-0-1 --{/i') -Psivyrz^jv, (r h7x;5;- 1 3--f V- 1 --Y/t') 
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'fx3\f/v^'^;v) :^jvy7=-J'^. (I-^'^dt'd lf/U3c^/i/) (2 

yf^/V/) ;^/U7t^-'^x (6-i^^n:?'ptf/i'^=3f-i^/v) ;^/V'7 7-=-/K (i^^ p 
'f^fV:^'9'tV) 7.;vy7=-^\^. (i/^ P^y^/Vp<^/v) (i^^ p 

^^iz/W^^/W) y^/U-7 7=^/V^ {2 — i^^X3^^-y;V:x.^;V) T^jX^y 7 =./V^ (3 

-v'^p^dri^/w:/p t'/v) (4 -i/^ p^=^i>'/i':/5=-/v) 

7t=>'K (i^^p^y^/i'^f'/w) ^^/w^r^/K (-^^^p^^i^^/vp^^/w) :^ 

(1 --^^f^/Wpt^^/v) ;^/W7r=/K {2-'ty^fV/^'^;v) /K (T 

(l-^ai^f^yv) j^/w^r^/K (2-7 3i^5^/w) j^/v^t^^/K (1- (1 
— ;:^/U'7r->'K (1- (2-•:^75^/^) J^/v^r 

:=^/K (2- il-iry^/V) rc^^/l/) ^/l/^T^/V'x (2- (2— 3L 

^/u) :^/uy7=./u, (3-7i=;^:/p bVw) ;^/i'7r— /K (3- ii-i-y 
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f-iv) -fxiyfiv) ;^/W7t=^^K (3- (2--^-7^;u) t'o tVw) T.ivyr^ 
zc::=.fV-f'}-)V) T^jvyr^^i^. (4- (1— ^^'^/u) -ff-jv) t^jv 
•7r=^i^. (4- {2--tyf')V) ^^yu) ;<./i^7t=/K (5-7i=^/w^v^ 
/u) j^/v^r^/W (5- (1— ;^/V7r=/K (5- (2 

(6- (1— t-^f'/W J^/V'^r— (6- (2— '^dr 

y 7/V';^Pp«f^/v) /^^ (hy^crn^^/v) ^/i^^t^-'K (2, 

2, 2- h y 7/V/;j-n3if^/V') ;^/V7r=->'K (^:/^ T^jvy 
r=^/K (3, 3, 3- h y 7/v:*-nyD tVP) 7.)vy7=.fV^ {/^rf^ytvirxx 

?S^v^ u 1 3 ^(D/N p y :^ll^-e*^$ tifc c ^ ~c e <^iE^Ii^3^.ri^e^^:bt<^/^ 

yp_2-xfyw) ;;^/U7r-/K (1. 2, 4 - T /I'- 2 -^/W) ^^/W^ 
z^/K (f y i^^'- 2-^yl') ^>>U7r— (fy i^i^- 4-^/1') ^^/V^T- 
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So 

-<VKU=/w) ;^;i'7T-/K (4-^n-r:i/w) ;^/V7r-/w^<^fi:6S^»f 
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II (co-lA) II («-2A) 

0 • o 

C— C— R"^ C— C— O— 1^* 

II II (<»-3A) II II (a)-4A) 

o o • o o 

II (o) — 5A) II (<o — 6A) 

O • S 

C— O— R'* C— S— 1^^ , 

II (a)-7A) II («-8A) 

S > S > 

C— N— R"^ , ^ . C— N— R"^ , 

II (o)-9A) II I («-10A) 

OH .or"* 

C— M— R"* , , C— N— R°* 

II I (a»-llA) II I (a)-12A) 

S H . S R" 



-S— N— R'* (o) - 1 3 A) S— N— R°* (a, - 1 4 A) 

OH 'OR" 

-S— N— R»* , ^ S— N— R^* 

II I (w-lSA). II I (<B-16A) 

OH . or"* 



-S— O— R"* 



O 

S— O— R=* (0,-1 7 A) H"" («-18A) 

II O 
O 

O— R"* O 

P=0 (a)-19A) S— R"* («-20A) 

A-R" • I 

1"'*''^ (6>-2 1A) 
O 
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y<uV/K -fy^^wy/K tV^n-f^K 7!>n^/K ^U^^h^/K /"^/i^^ 
y'1'>'K 2— :^yh-i';K 7:n;^/WT-t^yv^<^S)x R'':6^ 

-7D^/K ^=«5^y^/K ^ y==i^y'r>'i'^<DS) tii^fSo 

^ (<o-3A) t?«^ix5»Of-e. R«^365^^fc;!K5ilS-efc-5*Sr rj^^b**- 

^ (6,-4 A) xm^ti^^(0'px\ R'^;&s^{k7K^XT?&-5S^ TObTK^- 

OS), R«^;6S-^xPMT-feSS^ r-v7'p^-;^^'>-*/U/-K:=:/v-;&/U7K 

^ (o,-5A) T-^^ixSSfTJtfx-, R"^d5i^fli7K^S-efe-5SSr WbTK^- 
;^/V7 7=/V'-;i&>'^^'=/^Sjx R'^;&5^7^p^S'Cfc'5£^ r'^.xpS-^/^ 

^^^-^/VjKs/vSJx R'';6S^'rP^STfc'5Silr r^7'PSS-'9^:t*/V7}?=./i' 
^ ((0-7 A) xm^fi^^<D'px\ R''jbmitykm&xh^m^ r^-ftTk^- 
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^ (a)-8A) -r^m^ti^mo^^x'. 'i!)^mt:^m^x-h^m^ 

^ (a)-9A) -Cm^fh^m(D'pX\ R'^;6S^«^S-efe5S^ rN-^-fk* 

^(o) - 1 0 A) xm^fi?>m(o^^x\ R • ^^U^R" » iasMTK^S-CSj-SS^rrN, 

^ («-! lA) xm^ti^m<D^x\ R'^i)mit7i(.mmxh^m^ rN-^^b 

^(o)-l 2 A)T*$tb^K(Of -C>R'^^TJ?R''^;6S^>fb7K^S-efc'5S^rN, 
N-i^ -^;^-;<;/w^^xr;w£j, r» i^t;R''^;&s-^xD^S-efc-5 

t)R''':6S^7^P^ST-*>5£tr TN-^'fbTk^-N-^xPj^-f^^^-^/W^^^C 

^ (a)-i3A) xm^ti^m<o'^x\ R^'t^ii^Ti^m^xh^m^ ^N-mt 
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^(o> - 1 4 A) ■C^$tb5S<^1='-C. R ' 'RXJ^R ''H^mit:^^^-^^^^^ Tn. 

-^-fbTKl^- N -^x n ^- A'7 7 ^-r /wSj > R • ' -R.tJ'R " ' ^s-3^f;:i/jj o r . 
^ (o>-l 5 A) T-^$tb§S©tf'-C% R*^;iS^'fb7K^S-CfceSSr TN-^-ft; 

^ (a)-l 7 A) -C^^tt-SScDtf-T. R'^dS^-fb^jc^ST-fcSS^Sr WbTK^ 

^ {co-IB A) xm^ti^m<D^x\ R'^i)^mit7Kmmxh^m^ r^^-fbTK^ 
- 1 9 A) -c^$n5S(^q3-c% r « ^imit:^^mxh^m^^ o, 

^ (<B-2 0A) xm^Mmo'px. R''i!)mit7i<.mmxh^m^ ^mt7i(.m 
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^ (©-2 1 A) x'm^^^m<D^x\ R''7!)mit7kmmxh^mt: fmty^m 

±|B^ (a)-lA) /jiVNL (©-2 1 A) (C*5tt5 T^^fcTk^J 

±fB r^-ftiTK^^j tmmomtmfhti^o mx.\t. ^ (©-ia) 

/W^c:/l/-;«?/W3!j?;=./WS, T/U=Jf-=-;V'-;iJ7/W^=/l'Sx i^^nT/l'^/l'-J^'/WJK 

/U7K:=^/wS;os^ff "btiSo ^^^T^ ^ (©-2a) j^^vnl (©-21 a) xm^tb 
^mtmmxh^o 

±|BS: (©-lA) /jiVNU (©-2 1A) -C*$i^-5a^-*5{t•5 r^xp^j 

tbttt. ±fB f-^^rummi tmm(omi>mfhti^o m:tit^ ^ (©-ia) 

'^x D^-;i;/i'7K-/U&. ^-a'#ii^#^#]^'^x a^-;i7/U7K^/u^;55^(f 

Mo UT. ^ (©-2A) /j:v^L (©-2 1A) xm^ti^mhmmxh^o 

±|B^ (©-lOA) (©-16A) Xm^M^\^^n^ rSRjfc^T^ 
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tc#^Ei-5 rgiftSj tvxn. ^^i^ti, ^^n^ymfs ^^y^. 'f-^^ym. 

j^yvy T^^>'i'S> :^/i^y>f/S> ;^>'V'7-r-^^^yv£, ;^/i/y3i/S, ;^/wy 
i^V/^m. :^^=^/i'm. ±y=-/i'm. ;d-^i^KS^^W5;ii36SX'#5„ 
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^{b*^£-T^y£. N. N-i? mt^m -T^yS. N •T'ngl-T 

N-i^-fbTK^-N— ^xn^-T^/S. Tiz/V-T^yS, (T-> 

/w) -T^/S«s^<^S;&s^»f bitSo X. ±E rsj^Sj ±x-© rg^j fi^^ 

^r^yji^-y!r^'y^\ thXVX, ft Kn^i^Sj OTk^J^^^JS FTi^/vSj 
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-O— C— R" 



(w-l B) 



-O— C— C— R"' 
II II 

o o 

-O— C— S— R^ 

II 

o 

-O— C— O— R^ 

II 

s 

-O— C— N— R'^ 

II I 
O H 



-O— C— N— R- 

II I 
S H 



a2 



(o)-3 B) 
(o)-5 B) 

» 

{fi>-7B) 
(<o-9B) 
(<o-l 1 B) 



-C— O— R' 



.a2 



(o>-2B) 



O— C— C— O— R' 

II II 

o o 



a2 



(o)-4B) 



)-C— R^ 

II 
S 

)— C— S— R' 

II 

s 



(a)-6 B) 
(a)-8B) 



a2 



)— C— N— R^ 
II 



a2 



O R' 



b2 



C— N— R' 



a2 



S R' 



b2 



(<y-l OB) 
(tt)-l 2B) 



-O— S— N— R^2 (a>-l 3B) 

il I 
O H 



-O— S— N— R' 

II i 
O H 



.32 



(a>-l 5 B) 



O— S— N— R^ (<u-l 4B) 



O R' 



b2 



O— S— N— R' 



a2 



o r' 



b2 



(6>-l 6B) 



-O— S— O— R^ (q)-1 7B) 

II 
O 



O— R* 
I 

-O— P=0 

I , 

O— R' 



b2 



— 0—s—Fr 



(<D-1 9B) 



ia>-2 1 B) 



O— S— O— 



Z2 



(<w-l 8B) 



— R^^ (o)-2 0B) 
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s: (a>-iB) •x^m^ifi^m(D'^x\ R'^'itmit^m^x-h^m^ r^^t*^- 

(a)-2B) -C^^n-SSOlaT-. R'2;6S^«I^S-efe5S^^ T^-fbTK^- 

it: (a>-3B) xm^fi^m(D^x\ R'''imit:^m^xh^m^ r^«^- 
^ (o)-4B) xm^i^l^m(D^x. R'^imit7^m^x'h?>m^ toltk^- 

^ (a)-5B) R'^7!>^mit^m^Xh?>m^ TOkTK^- 

^ (6>-7B) R'^nimitT^mmxh^M^ r^ik**- 

S; (ft)-8B) T-^$*v^S(DtfT\ R'^^^-fkTK^S-^fcSSSr r^-fk^K*- 
^ (6>-9B) -e^$i^5&<^^'X^ R-2««mSTfc-5S^ rN-^-fb^K 
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S:(a)-1 2B)-e^$tV^S<^t'-C%R«2&tJ5R''^:6S^^b7K^S-C-$)SS^rN. 

(a)-l 3B) -e*$tb5»(D4'T% R"';i5^«*S-Cfc5»«r TN-^^b 

^ ( « - 1 4 B ) -C^ $ S<0 tj3-C% R • ^Rt^R " ^ dS^<k7KS5S-efc 5«Sr FN, 

Xh^m^ rN, N-e^ (-^XPli) -;^/V7t^-1'/V-:^^:^&x R'2;55^ 
IbTk^ST- fe«3R''2;&s-^7^P^ST-fcSS^rN - ^^-fb^K* - N — .xpH-;^ 
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^ (fl)-i8B) -c^^tL^stDtf T\ R^^'imita^M^xh^m^ r^^b*^ 

9B)-e^$tLSS<7)tt'-e.R'^25.UfR''*^S^«^at?foSaiSrro. 

o' -i^ (^{b;4c*) -3t:;^*y-;r=¥v'Sj, R'2st;?R''=^;i»5-^xpsXT*fc 

■SSSr ro. O' {^Tnm R'^;^^;^^*^ 
-efc«JR''2;^--XP^S-Cfc5«^ ro-^-fbTK^em-O' 

(6,-2 OB) -c^$ti.5«o1'T\ R'^ijJ^'fbTK^S-efesS^ WbTk^ 

^ (©-2 IB) T'^$^^SS<^f T% R'^^SS^-fbTK^ST-feSS?: m\tim 
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i<o-lB) /j:V>L (a)-2 1B) "C* $n5SlCi3Jt5 T^-fbTK^J 

i:LT(i. ±m ^mtTkmmi tmrnomamif^fi^o m:^^. ^ (ca-iB) 

^ (6)-2B) :^^V^L (<u-2 1B) -C^^ix^S^m^T-fe^o 
±|B^ (a)-lB) ;feV^U (a)-2 1B) t?«$^L5*(Cj3tt'5 F-^xn^J 

i:b-cfi. ±is r^T^pgisj tmmo^^am^ihi^^o m7L\t. ^ (co-i b) 

^Tx ^ (a)-2B) >5;V^L (fl)-2 1B) T-^$ix5»t>ll^T-fcS„ 
±|B5>: (6)-10B) ;fcV>L (a>-16B) -e*$tl5*{C*5»tS FiSjKT 5 
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5— C— R**' 



(co-l C) 



-S— C— C— R 



a3 



o o 



-S—C—S—R 



-S— C— O— R' 



a3 



(a)-3C) 



(a)-5C) 



(a>-7C) 



S— C— O— R^^ 

II 

o 

S— C— C— O— R"^ 

II II 

o o 

>a3 



(a;-2C) 



(a)-4C) 



-S— C— R^ 



(a)-6C) 



-S— C— S— R* 



>a3 



(o)-8C) 



-S— C— N— R' 

II I 
O H 



aS 



-S— C— N— R 



a3 



(<i)-9C) 



(g) - 1 1 C) 



-S— C— N— R- 



a3 



. 1 
O R' 



b3 



-S— C— N— R' 



a3 



S R 



bS 



(o)-l OC) 



(o)-l 2C) 



S— S— N— R^^ (o>-l 3C) 



O H 



-S— S— N— R' 

II i 
O H 



a3 



(<o-l 5C) 



S— S— N— R^2 (<o-l 4C) 



O R' 



b3 



-S—S—H—R' 



a3 



O R' 



b3 



(o)-l 6C) 



S^—O—R^^ (a> - 1 7 C) 

II 
O 

O— R^^ 

^S— P=fO (o)-19C) 

O-R" 

S— S— R"^ (o)--2 IC) 



— ^S— S— O— R*^ 



8C) 



•S— S— R^^ (o)-2 OB) 
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^ (a)-2C) ■c^$tL5*<ol'-c^ R'^jas^-fbTk^STflbSX^ TObTK^- 
^ (6)-3C) T-«$tbSS©1>t?. R"«;6S^{t:7K^ST-fc5«^ mit^m- 

^ (0,-5 C) ■C*$n5S<^)4'T% R'»;55^'fk7KmaT-fc5X$r T^^b*^- 
^ (<»-6C) t?*$iXS«OfT\ R-'W-fbTkllST-fcSXSr r;^^^- 

^ (a)-7C) -c*^tis«©'t'-c. R'^;55;^^b7k^S-efe5&^ ^mitTkm- 

^ (a,-8C) -C^$;Jx-5Sc04'-C% R" ^;6S^{b7KmS-efe5»^ T^^bTK^- 
^ (ft,-9C) T-^$ti5S<o«f-c. R^'ds^^bTK^S-efeSS^ TN-^^b* 
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R " »:JS^<k7K^S-efc «3 R " ^>5S-^-r n ^S-Cfc Tn -mk*^- N— 

S; (<B-i ic) x^^X^^m<n>^x^ R'^^iSj^-ffcTfc^S-cfc-SX^ TN-^^-fb 
^(a>- 1 2 C)T♦^$^^5S<D«fT^R•^S.tJfR''«;5S^^b7KfNST•fc'5*^^N, 

/^Sj^ R'^i)^m.^tii^mmxh^R''H^-^y'nWi^Xh^^-k fN-mt*^- 
N - ^x p ^ - /w^^ ^ /V - ;^ 7 = /w*J X R " ^ISCO-R " ^ — 

^ (a>-i 3c) x^^f\,^^(D^x\ R'H^m^\^7^mmxh^m^ TN-^^^ 

^(fi)- 1 4 C)-^^$tl5S©1'-C.R"'S^t5R'"'35S;^'fk;j<:^ST-fc5S^rN, 

nn^xh s TN. N - (^x p tt) - r /V- ci^/wSj , 
R' ^;65^{b7Kf!l«T-fc »9 R " «:6S^x pSS-Cfe-S*^ rN-^^b*lil-N-^x 
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^ (6)-i5c) -e«$tu5S(otf>-e. R'^a^^itTi^m&x-h^m^ ^N-mit 

^(©-1 6C)T'^$tu5S©tt3-C.R'':R0fR'"'i)Sj^^b7K^S-Cfc5S^rN. 

N-^x w 7 J^ R ' 'iSlO^R*' '35s— i^lciJfe 
(a)-17C) ■X?*$n5S<D(tiT?, R»^;6S^«mS-eib5»* WkTK^ 
S; (aj-18C) X-^$tV'5SO't'T% R'^i)'^^it:^mmxh^^^ T^^I^tK^ 

1 9c)T?^$n«S(D't'-e.R«»3itJ«R''«««^S-efc5*«rro. 

S-CfcSS$r ro. O' -i^ ('^xp^) -7.;i^:7T=-^^&i. R'^ 
d5mb7K^«T-*>l9R''3:5S'^xa^S-efc5S4r ro-«7k^-0* Tn 

^ ((U-2 0C) vm^ti^mo'p'r^. R'^amitiKm&vh^m^ r^«^ 

^ (fl)-2 IC) -e^$^L-5SOtt>-C^ R«3;55j^4k7K^ST'fc5S<Sr WbTk^ 
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U-IC) /£V^L (a)-2 1C) "C^^nSSf-^Jit 5 Tj^-fbTKl^J 

i: U-Cfi, ±12 TOkTK^^J tmm<Dmi>mfhiM>o m:ti-£. ^ (o>- 1 C) 

/i^S, PT/V"ir^/w-;^;/i^/}?-/i^-;^/V7 7'=^/^S> i^^ P T/v;*? >'v^3:•- 
/^-;i&;^7}?=./^-;^;^7 r ^f^l^. o T A/k^A^-T 

So UilT, ^ (C0-2C) 7^i:v^L (6>-2ic) x-m^ii^&hmmx-h^o 
±IB^ (©-IC) /jrVNU (©-210 T•*^;}^5S^-*5^t?) r^xnjtj 

^-.x pry r :=^/V»v i^^^^^'^x uTV —)^- 

So OT. ^ (a)-2C) ^^£V^U (<o-2 1C) Tf^^ixSStl^^T'feS, 

±IB^ (<D-ioc) /jiv^L (o)-i6C) -e^$*t5S{j:*5tts rn^^T^ 
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J\ s e c-y^5^/VT$/^ t e r t->^5^/VT$/. n V5^yVT $ / s ^ 
-t-:t^:/^;UT$ (1, 2-i^^^;W7°nf/W) T^/. (1 -Ji^/pyn bf 

T$y. (2-y ^/V^^/^^/W) T^J. (1 -y 

(3. 3-i^y^/w:/9^/i') T^y. (2. 2-i^y^/w>^^/w) T$ y^ (1, 
i--:^y ^/I'y^^/v) T^y^ (i. 2-i?y5^/w:/^/u) r^y. (i, 3-i^ 
T^y. (2, 3-i^p«5^/i':/5^/i') T$y> (2-3i5=-/w:/^/v) 

T$y. T^y. ( 1 -ni^/U- 1 -y 5^/V7"n If/V) 

y. n-^zr^i\'T%J . n-:t^^;VT^y s n-y— yWT^y. n-T^i^/V 
T^y. n - !> :/-r i^/WT $ y s n - Kx i^/i-T $ y ^ n - x i^/l^T 5 y x 
n-x h7^i^/VT$y. n-^>'^x5^/l'T^y^(DCi~Ci5WiiL^)|^Xfi 

1 -a::/- T^y^ ry/wT^y, ^y^^p^^/wT^yx (:/^- 
i-3^>'-i--r/w) 75 y> (^^-2-3iv-i-^;w) T$y> 

T^y^ (2-y^/U7'a/-«-2-3i:^-l-^/U) T$y, 
-'T/w) T^y, (-i:^^-4-:ti^-i — f/u) T^ys (3-y^/v:;^iJf-2 
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^■th-5-ai>'-l-^;W) T$y. (4-p«5^/W^>'^- 3-:t>'- 1 -'T/W) 
>-l — T/W T^y. (:^^i?-7-:3iv- 1 — T/^) T5y. (y•:^-l-Ic 

:/-i-'i'>'w) T^y, (y':^-8-al>'-l-^/^) T^y» (x;^7-i-i>' 
-i-^/u) T^y. (x;*-9-3;;^-i-^/v) T^y, i^yf:^-!-^ 
y-i-yf/i') T$y. (i>>'7*:*-i 0-31^^-1 r^y, (Kx*- 

T$y, (Kx;«7-i 1-^^-1-^/1^) T^y. (hV 

7^;t7- l-3i:^- 1 -^/V) T^y, (MJx:«>- 1 2-^:;^- 1 -^/U) T$ 
y. (7^ h7X;«7- 1 f/W) T^y. (t" h7X*-l 3-3l>'- 1 

-^/w) T^y. (-<>'^x;«;-i-:3^:/- i-^/W T^y. (^v^x;<;-i 

4-:tV-l— >r/V) T5y^©C2~Ci5(Dii:^:f^X(i:J^fei^il^ON-T/l^'{r 

-i-'f>'-i-^/v) T^y, fv-i-^/w) T^y, 

-1— fi^-i -^/W T^y. (i/tJ'-s — Ti^-i — T/v-) T^y, (1-^ 

9^/ix^p/N°- 2 --r i/- 1 — f/i-) T$y. i^^i^-i-^ y-i-^/i-) T 

$y, (-<>'i?-4 — <y-\ — T/V) T5y. =3?^ f— 1 1 —T/l') 

T ^ y , (^=^rf— 5 — r 1 /V) T ^ y , (^r^ - 1 1 ->r /K 

(^^^_6->f 1 -^f/w) T^y, (:*-^tJ'-l-W>'-l->r/V) T$ 

y, (:^i^i?-7 — f:/-i-^/w) T5:y, (y-:^- i-^>--i-^/i^) 
y. (y-:^-8-^^^-i— r/i^) r^y. {ff-)3-\-y(y-\-^)^y) t%j . 
{fffi-^ — r^—i—f/u) T^y, (i^vx*- i-'C^^-i-'T/v) 
y^ (i>vx;&-i o—O-i-^/u) T'^y, (Kx;i&-i-^>'-i-^/i.) 
T^y, (Kx;t>-i i-^^-i->i';V') T$y. (hyx;t/-i-'i'>'-i- 
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4^^- I — r/w) T5:y, (xh7x;ib-i3 — f'^-i-^>'i') r^y. 
^7=;*- 1 1 --Y/w) T^y. (^>'^x;<;-i4 — 

y^/^T ^y. iy^n:t^ ^yVT $ y ^© C 3~C g © N - n T/V'=3e^/V'- T ^ 

T^y. (3-v^^p:/pfcVi':7'pif/w) T$y, (4->'^p:/p 
kwy^^i') T^y. (5-ix^P:/Ptr/i/'<v^/u) r^y, (6— ^^pt'p 
tvv^^v^/w) T 5: y , (v^;}' p :/5^/uy r $ y . (v^^ p^^^^^/i^y ^/w) 
T^y. (i/i^Pi/f^/i^y T^y. (s/^^ P-<^5^/uy T^y. (i^ 

:^ p^driz/V-pt^^/U) T$y^ (2 -i/^ P^^v^/Woi^/U) T$y> 

p^=^i^/i'::3^p fcvw) T$y^ (4-t^^p^^sx/uy^/v) T$y^ (i^^n^ 

^^i^/l^) T$ y^cDC4~Ci40N-iX^ PT/U=¥/V-T/U=¥/W-T$ y 

/wT^y. 2--:^7^/vT$y , Ti^Y)) /\^r^y . y zc-ri^ \- ]) a^t ^ y . r 
■fe-?-75^i/-/vT 5 y ^<z)Ce~c i4(^N-^y -T y -/v-T $ y S^^^ff ^>ti 

FN-Ty/U'^^i'-T^y^J irUTtt. ^J^tf. '<:^e>/WT$y. (1— ^ 
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(1- (1— T%J. (1- {2-^y^}V) 

T$y, (2- (1—^-7^^^) :x.^)\^) T%J. (2- (2— oif^/W) 
T%J^ (3-7ic-/l^:/plf/l') T^/^ (3- (1— :/Pf/U) T 

(3- (2-:>-7f^/w) -fnyffV) T%j . (4-7ai-/u:f^/w) r^y. 
(4- (1— y^f^/v-) T$y. (4- (2--:h7^/v) y^^/w) 

(5-7 3i::^yU^V^/W) T5y. ( 5 - ( 1 — ^y^'/V') -^V^/V) T^J. 
(5- (2--^7^/V') ^^/f^/U) T$y^ ^^-y z^^fV^^^y/V) T^J ^ (6 
- (1— ^^^^/v) ^^^y)V) T%J. (6- (2-* ^^^-y/w) 

FN, N-i^ (^{bTK^) -T^ySj i:LTtt. fT^ySj ©2o(07K^ 

yi^T^y. N- (yci/-?-2 — rv-1 — r/W -N-y^/i^T^/s n, n- 

^/l^-N-7 3:=/UT* y. N. N-e^'^i^i^/VT^ y. N-^:^i?;W-N-y 

nJtSj T-Stfe$tLfcXi|J^tf t>tL, 'pij;t«, (3-lfPi; T$y. (4 

(2-x hyt Knf T$y. (S-^VKP 

T^y. (4-j5'n'7::^/V) T^y, (3-^3i=/P) T$y, (3-t°y 

v?/w) T$y. (3-^yy/i') t%j. (5— r^^Ky/u) T$y^o»;6s^jf 
TN-^-fbTK^-N — -xnSl-T^ysj LTfi. rr^ySj ©200 

81 



wo 02/49632 



PCT/JPOI/11084 



82 
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-N— C— R' 

I II 
H O 



a4 



a4 



(a)-lD) 



a4 



N— C— C— R' 

' I II 11 
H O O 

N— C— S— 

I, I 



-N— C— O— R" 

I II 
H S 



-N— C— N— 
I II I 
H O H 



N— C— N— R' 

I II I 
H S H 



a4 



(o)-3D) 

■ 

(a)-5D) 

f 

(o)-7D) 

(o)-9D) 
(<u - 1 1 D) 



N— C— O— R' 

I II 
H O 

N— C— C— O— R' 

I II II 
H O O 

N— C— R* 

I, I 



(<o-2D) 



84 



(a>-4D) 



(a)-6D) 



-N— C— S— R*** 

I II 
H S 

-N— C— N— R^* 



H O R' 



b4 



N— C— N— R" 



a4 



HSR' 



ib4 



(a)-8D) 

(a)-l OD) 
2D) 



W— S— N— R^ (0,-1 3D) 



H O H 



-N— S— N— R' 

ji 1 1, 



34 



{<o-l 5D) 



N— S— N— R^* (a> - 1 4 D) 



H O R 



b4 



"N— S— N— R^"^ 

I II Ib4 
H O R*** 



(<tt-l 6D) 



N— S— O— R^* ((0-17D) 

O— R»* 

N— ^=0 (o)-19D) 



H O— R' 



,b4 



-N— S— O— R»* 

I, & 



(»- 1 8D) 



-N— S— R"" («-2 0D) 

I il 
H O 



N— S— R» 



(00-2 ID) 



83 



wo 02/49632 



PCT/JPOI/11084 



^ (a>-iD) x'm^ti^m(D^x\ R'^^a^mtTkmrnxh^m^ 

^ (6,-2D) x'^:^ti:s>m<Dfpx\ R^^tmitii^mmxh^m^ fm^t7i<im- 

^ (a)-3D) T-^$;JxSS«^4'-C% R'^iiS^'fkTfc^S-CfcSKSr Wb*^- 

^ (a)-4D) i?*^tb5»ot>-c\ R"'A>mt:^m&xh^m^ r^-fbTk^- 

^ (<»-5D) -C^^irS^Of -e. R*'';i5;^^b7K*S-efc;5SiSr mitT^m- 
(ca-6D) T'^^tbSSWEf-C. R*'';dS^{b7K^»-efcS«Sr TOBtK^- 
^ (a>-7D) X^:^tl^&(O^X\ R'H^mt7km&Xh^&^ T^^bTK^- 

^ (a)-8D) xm^ii^&(D^x\ R'''is^mt:i^m^xh^m^ r^fkTk^- 

7"p^-;^/i'7T=/i'-^^;^/^jKri/w-T$ySj irlH-s, 

* (a)-9D) T•^$^^5S<otfIT^ R'^iSS^-fbTk^S-cfc^S^ TN-^^bTK 
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feSS^ FN, N-'J (--XD^) -^Jl^/^^yfjU-T^y&i, R'^imitTk 

^-T/w-T^ ysj. R'^^Rxj-R^^ai^-mi^i^iox. ^tihi^m^Lxi^^^mm 
^ (©-1 ID) -c*§tt5S©(f-c. R^*ib^mt7i^mmxh^m^ rN-^-fb 

ii^ig^^bTkms-c <9 R ^i'^'^x ci^s-efe5*^rN - j^^fb** - n — p n 
-^:t:h^w<^^/u-T%ym. R'''RX^R'"'7i^--mi^ti:^X, 

^ (a)-13D) -e^$tt5S<^<^T% R-^d^^^bTK^ST-fe^S-^ TN-^^b 
:4c^-^>'V7 7^-^/V'-r^ySj, R'"';6S^7^n^ST-fcSS^ Fn-^xp 

iS;(a,- 1 4D) -C-^^jLSSoq^-C*. R"*S-OfR''^;dS^'fb*^«-CfcS^^ ^iP 
i^itTkm) 7./vyr=^^ )^-T^J^\. R"'^t;R'"';5S-^xP^£T-fc5X 

fctJR'-'dS^XPglS-CfcSS^Ir rN-^«m-N .xo^-^;V7T^-r 
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^ (©-1 5D) ^^m^i^l^m(0'^X\ R'^dJ^-fbTjc^S-cfeSSSr TN-^-fb 
o^-;^>'^7^-:^^-r/^-T^ySJ i:IJ^-r-5o ; ^ (w- 1 6p) -C«$tt'5 

>'V7w^*'r/u-T$/Sj, R'*su«R''^ds-^7^D^s-efc5S^ tn. n- 

^(a)-17D) T'*$tt5»Ot'T\ R"';6sm<k7K«S-efe-5S^^ T^^b** 

^ (fi)-18D) T-^$tb5^<D't'-C. R'^;6S^{b7K^*-efe5S^ TOb*^ 

^(o)- 1 9D)X'^$ibS*©ff'-e.R'''J^tJ?R'"';i)S^»^XT-fc'5SSrro. 
o' (.m^t^m) -4^;^;!hy-T$/&^ R'^ZtU^R^^^JS-^xn^S-Cfc 
ro. o' (^xo^) -7}^;^!j^y-T$ySj. R'*;5s^'fk*3gs 

X-h<!)R'"'7b^^Ttxm&X'h^&^ ro-^^bTK^-O' — >xn^-/iK;;^7}^y 
^ (6)-2 0D) T'^^tbS^Otf-Cx R'^^s^ibTK^^-efc-SX^Sr T^-fb^K* 

^ (a)-2 ID) -e«$tL5S<^tja-e, R « "^oJ^^bTK^S-cfc^str r^{b7K* 

±I5S; (<»-iD) J^i;v^b (ft)- 2 ID) -c^$n<5S{c:*5ft-5 r^^b^K^j 
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thx\-i. ±fa ^mt^mmi trnt^omamfhti^o m±it. ^ (6)-id) 

^ (fl)-2D) ^V^L (fl)-2 1D) T'^^ixSS'bl^^-efcSo 
±iE^ (cD-lD) (a>-2 1D) "e^^ixSSfC^Slt ^ T^xn^J 

(<B-2iD) x*m^ti^mhmmx'ih^o 

±IS^ (eo-lOD) ^iiV>U (<i)-16D) X^^tl^^Z^i-f^ mVtT ^ 
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(<u-2 E), 

2 



\o O /o 

1 



.6 6/2 \° ° /2 



2 



.asX N-fC— S— R^^^ 



4,^C-0-R" , " il U-8E). 



(<»-7E), 



2 



\S /2 
-N-/c— N— R-A N-/c— N— R"A 

J A A . \li /. 



bS 



I {<a-16E), 



.0 /2 

N-f-P=0 J (a,-19E). ''fl"'*'"') («-2 0E), 

i-R". 



(jl I (a>-2 1E) 
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^ (o)-2E) i?«$n^ST% R-^:dS^^t:7K*»-e*>5S^ rtf;^ (^^b7]c^ 
-;^drv^-;t;/i^:ii?::^/v) -T^ygj, R' pSST-*)5SS: rtr>^ 

^ (a)-5E) T'^^tt^^-C. R'=;&S^^b7K*&T'fcSS^ ^IfT. (Rit:^m 

^ (C0-6E) T?«$ix-5a-C% R'=;5S^^b7k**-x?fc'5»^ Tt^T. {M.\\Lim 

^ (o)-7E) -C^$tb^«T% R"=>iS;^^b7K^»X-fc5S<£r Tt'x (^{^tK^ 
-:ir^^y-f-irt>jVif>.=^)V) -T^/SJ^ R' rif^;^. 

^ (<o-8E) -e^$tt5XT% R'=:6S^lb7K0«-e*)SX^ rif;^ 

rt';^ (-^xP«-:=^>'V:77'r:/i^-^:^-;«;/w-J?=/i/) -T^y^j ^fJ^-f-So 
^ (C0-9E) X«$tL§ST% R'^;65;^^b7K^»l?fc^3i^ Ffy^ (N-^jb 
7K^-;{;/w^^^/i-) T^ySj, R»5;6S^xpS»X*J'5*^ Tif;^ (N-^ 

^ (<B-10E) -C«$tv5XT\ R»^&t)5R''':iS^{b7km*-efc5S^ ff^ 
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p^S-efc^S^r rt*;!^ [N. N-i^ (^7"nS) -;&/w^^^/w] -T^ /Sj. 
^ (oj-i IE) r-^^tb^S-c% R"=;6smb7Km^-efc5^<^ rt^;^ (n-^ 

^ 2E) -C^^nSS-C. R"'STJ?R''^3&s^{t:7K^S'C*)5S«r Tlf;^ 

^XPJ^ST-ib^S^ rif;;^ [N, N-i^ (-^T^o^) -5^:r^/U/-^^-r/^] - 
T^yjKjx R"';5S^{b;!K^S-e$>l9R''^;6S^xPSIS-efc5«Sr rt*;^ (n- 

5«; (a)-l 3E) -e^^tVSS-e. R'*;&S^^b7k3(l£Tfc<5S^ rif;;^ (N-^ 
<b7K3S-;^/W7 7^'l'/^) -T^/Sjx R'^dS-^-rnSHS-CfeSSSr rf;^ (N 

^ (<u-l 4E) -C'«$ti.5aT% R''S.U^R''^;6S^{b7K^»-C&^S^ Tt';^ 
[N, N-->? (^«^) -;^/U77*-r/l'] -T^y^J. R^S-U^R'-'dS^ 
xoSRi£-efc5«Sr rif;:^ [N, N-i^ (^xnai) -^/^^r^-T/i^] -T$ 

tK^-N ■T^nm-^/^yr'^'if^). -T^y^j, R"5:S.U?R''^;5J-i^lc;^j; 

5S: (a)-l 5E) T^^^tLSS-Cs R ' = ;6S^{b7K^ST-fc-5$^ rif;^. (n-^. 
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^ (a)-l 6E) -t»S$tL5£T% R'^S.t;R''';d5^^k7K^g-Cfc^S^ Tt'^ 

■^7"nM-Cfc5^^ Tf;^ [N, N-i^ ('^T^nlg) -^^^T/^] - 

T^ySj. R«^;6S^{b7KmS-Cfc!9R''5;5S^xn^S-Cfc5«^ Ttf^ (N- 

^ (a)-17E) T*^^tL5ST\ R-'dS^'fkTk^^T-fc^^^ Tl^;^ (;^{b;7K 
(a)-18E) T'^$tlS«t?. R'^^dS^^bTKH^-e&^SSr flf;^ (^^bTk 

[o, o' (^bTKig) -3}^;^7}>y] -r^y^j. R-'st^R'-^jis^T^n 

iK^-CfeSSSr rif;^ [o. O' -e^ (^T^oS) -T^ySjx 

-^xp|g-*j^/-fcy) -T^ySj i^fSo 

^ (a)-2 0E) T-^^H5»T% R " ^;6S^lb7k^Xt?fe-5^tr Tlf^ (j^^bzk 
-T^y^J. R'535S^xnSXt?$>;5X^ Tif;^ (^'r^m 

^ (a)-2iE) -C'«$tt-5S-e. R''i05^{b7k^Kx-fc-5«^ rif;^ (^-fbTK 
±fa^ (©-IE) ;^iV^L ((0-2 IE) •C-*$ii'5S{c:*5tj-S r^^b;i<*j 
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.-J?c^/V) -T$yK;&5^tf btt<5o ^Xr. ^ (a)-2E) /^VNL (a>-2 1E) 

Jb^^ (oo-lE) ;^j^V^U (©-2 IE) -C^^tb-SStC^SttS r^xnJtJ 
^:LT(:i. ±ia r^xoSISj hWm(r>mmnh^-^. myUit. (©-IE) 

mfhi\.^. OT> ^ (co-2E) /.^V^U (©-2 1E) T** ^ tt^S'b (^^"C 
±IEi«;.(<»-l OE) ;^iV^b (<B-16E) 'C^$tt5*fJ:43Jt'5 r^)|^T$ 

(^^bTK^) -T^y^J. FN -XDm-T^ySj. TN-^lbTk^-N- 
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UTs ±t&-m^ (I), (i-i). (1-2). (1-3). (1-4) x-m^ii 

(Om^^Am. 2. v?>'v?>r/KOJl^^Sr3^t UT^^-So 

±IB r^^(7>Mi^W2/j;v^L4-cfc§M^j fi, Tia 2 Mll^ C — l J; !9 

S 1 L 4 S;5S 2 /iV^ L 4 ^i^-g- UT?g^$ tbSo 
[2#Si¥C- 1] TIE^: 

— C=C— _c=c— — C=N— — N=N — 

H H H O' 



C2tf»ilc-2] TIBS; 



o H 

— s — — c- 
o II I 

O H 



-c — — c — — c — — c==c 

II II II II — c=c- 

O S N— H H H 



C=N N — N=N*— 

I N=N I 

H H O- 

}^2m^ii^2my.±M'^ir^m'^. =&S^il^-T♦fco-C'^>^/j:oTv^T'bJ;v\ 



93 



wo 02/49632 



PCT/JPO 1/11084 



H H H 

-C— N I I I 

II I C— N— C C— N— C— C- 



O H 



O H H O H H H 



H H I H H 

II I I I 

-c— c— c — — c— c=c — — c=c- 

11 I I II I I 

O H H ' OH ' H 



O OH 

\\ — N-C— II I 
S— N I II N— S C— N- 

H I HO. I II II 

O H > H O • H H 



C— N— N=C 

II I I 
OH H 

C— N 

II I 

O H 
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r«JfeSj fi. (I) lJ:*3tt5^z^^tpTia^:9-^it^ (I z-i) : 




(I z-1) 



fl^TW.^ (I z-2) : 
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(I z-2) 



i^. 1, 2, 1. 2, 3- hyr^Z-ZU-m. l:'yi^:/li. 

i^y ij^i^^-si, fc'y^i^^-^, tf7i^>'^. 1. 2. 3-hyTi^v^^ i. 2. 

^y^/ [c] -rvK-zi-^, 2H-'f'y-ry K-/va^ IH-^y 

^>^-Jl^. 2H-^y-$f>^-/um. ^v/:f^f->^-/^S. 1, 2-^y>^^ 
Vilr^^:/—fvm.. 2, 1 — ^>':/>ry:d-^#/— /WS. ^vy^Ty-/v3^. 

1. 2-^i^/-l'y^Ty-/US. 2, \-^l/-/^Vf'T9-f\^^. 1. 2, 
3-^^^>^;r:^rf->^T:/-yum. 2, l, 3 -^^^:/;^-:3r1^t>Ti/-/^li. 1, 

2. S-^vy^Ti^ry-Zl^. 2. 1, 3-^y>'5^Tv^Ti^-/l^#. IH 

— ^Whyr/-/^^. 2H-^i^y m;t>'-/1'3^. ^/y^s. -ry=3fy 
yvm. v^yyyvig. =3E^-^)/yv#> =¥y=3E^f-y ^-^^ ^^j^^v^y^. •^37^^ 

yv'y^. IH-l, 5— <^':/v^T-^t°:/m^ ;<7/w<>'-/^^, a— ;(7/^JJ<y 
/3— ;(;/i'3i?y y— ;5;/i'3j?y >'^, TjJ' y v^^H. y J ^^i?^^^ 
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^^im^^m^i^^m^mmamf^ti^o tt^mi^n. sj^jrvNti 3*©* 
^zo;t«ic*5Jt^ riS:-o-A i^'^. Ati-m^ (i) jc^sit^^ati^ 

±IB ^g^fes^^u■rv^-T:'^>«J:v^J o^m^^i^i-f^ rg^s^^trvN-rfeivN 
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^/vm. 1 - 1 KP^iX^^/vS. 1 - h ^ / ) ^f'/V'S. 1 - [(-^ 

2, 4->'7/V;^-n7 3i::^/VS^ 2 -:7a:::^/V^x>'- 1 2, 
xV-l-^r/l'Sx 2-:*/V'J}<dE^i/-2-->Tya::xV-l-^/WS, ^i^^^/V 
2-:7 3i;t;^;V'St?fe;5o 
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{d^bt-^fMl-fl, 2-^3i-/^s, 3-^3iri/us, i-k°ui;/ws, 2-^ 

lfe»J ill^(OS;6SWbn5o Wi. ^gmS^*U■CV^■C'{><tv^rv'/^SJ 
Xtt. gifeS^^LTVNXt,J:v^:!i?/w-^*>r/v»> g^S^SrWUTV^ 

g^S^* L T I ^ T J: V ^Uitim /w^H g^S^ W v ^ 
■C^>J;v^^r^3S-;«'>'^3}?=/^Sx S.t;^g^^^S^^LTV^X'^><};v^^x^^-x?. 
/UTjc^/i/S-Cfe •? . $ b{c$fjg(;itt, gmS^^fi■bTV^T't>±^^;^;/w^^-r/^»^ 
g^S^^UTVNTtj J:v^^/^7 7^'f/^S^ gJ^IS^^LTV^Tt J:vnc l~ 
gJfeSSr^bXV^Tfc J:v^ 5M©^7"n T U — /v-j^/utK:^ 
/V'Sx St;^gi^il:^ UT V ^-C t> J; V N 6 p IS- jj^/u^J^s/uS-^ 
^^t;:ii#lc$f3imf4, [3. 5-k*>^ ihV y/i^:tx2^'^;i.) 

/I'S. y^^^^y/w*. > h^JeiX;^/^^)?-/^*, f^y v^y;!!;>'i'2K^/vS, 4- 
^^-i^/nf^y :;?/;<7/ujj?=/vS, s.tJ5 (trotyl,- ;^/^;iJ^=/^gx♦ 

rg^Sj iUTfi. ±is rg^»*WU-cvN-ci>J:v>j o)£ai::43tt-5 rg^ 
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iUTfix ^lil-tt^ (4-- hP7^=.yU) v?T-^=/wSS.t;? {[(4-k°i;v^ 

tUTtt. ±IE TOk^KmSj os^fc^stts rry-zw^j iii#©S:is^if 
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(1) Ci~C6©/NP^*Wt;T/U=^/VS2B-C*tfe$ilfc7a:=/V'« (1^701 = 

(3) tt^S (fcfc'U c^~C6 0/^P'^^:^^bT/^=3f•/^S^I^S^<) ^^UTv^T 

E (D^m\^isn S r C 1 ~ C 6 <^^^ D <>*^^'fbT/W:ap/v£ 2 ^T'B^ ^ tbfc: 7 :ii :^ 
(^7 3i=./i^S(iCi~C6<^^^ci>*^:/'fbT>'W^/uS2^ofdii^, 
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Ttt. gmS«^7-2 e i b-C^^$tl-5. gmS^Wb-CV^-C'^)i 

IE ^gaS^;^LTV^T'bJ;V^J (D^m\^isn^ Tg^^J ^ ^^OS;JJ^if ^> 
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E©5£Sje:*5»t5 rci~C6®^^n-{^v{bT/u^/i'Si®-eg^^nfc7^= 

S (fc/SiL. Cl~C6(0^^^<{7'^^-fkT;^=3r/^S^Srl^<) <^^LTV^•C'^> J:vn)j 

t bTtt> ^iitdtt. 2 - ( h y ^/W 7 3 - ( MJ 7/1^ 

n-3- (M;7/l';t-p;?«'5^/V) 73i::^/VS, 2-:^'on-4- (hy7/W;^n 
73i;^/wS. 2-7/V;d-n-5- ( 7/1^:^-0 ^ 7a^:=^/^S^ 

2- ^nD-5- ( h y 7/U;^np{^/V/) ^ai^/US. 3-7/^:^0-5- (h 
y 7/V';^-pp<f^/i') 73i=/wS, 3-:/n^-5- ( h y 7/V';^-D^f^7V) 731 
^./WSx 4-:^^ni3-2- (h y 7/1^:^-0 ^^/W) 7 3i:=./US> 4-7/1':^p- 

3- (hy 7/1^:^0 7«^/V) 7 3i=/i/S, 4-:?' a n-3- {Y^)y }Virn:^'f- 
/w) 7i— 2-=hP-5- ( h y 7/i';d-p 731— 4-=- 
hP-3- ihVyji^:tu^^/l-) 73i=./VS. 4-^'T/-3- ( h y 7/1-;^- 
P P« ^/V) 7 31 2 - ;>t ^/W- 3 - ( h y 7/l';*-P ^ 7 x. =./l'S, 
2-p{^/l'-5- ( h y 7/U;^Pp<f^;l') 7a:^/vX. 4-;>(5^/V-3- (by 
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-3- (M; 7/l':tnp«5^/V) 2- 5^/UJ^/^7 7-/^) -5- 

(h y 7/i':^-np«^/u) 2- (i-fDyi?y) -5- (hy^/w 

ri-nj^t'^/l.) 7 XtJ«2-^/U2j^y y- 5- ( h y 7/V;t-n pi 7 

$f>{c:iifjil:ifi. 2-:i'Dci-5- y 7/w;^pp{5^7V) 7 
4-^Pn-3- ( h y 7/W^np{f^/l/) :73i:^^uS> 2-p{h:Jre/ 
-5- (h y 7/U;^-P^^/l') ^aL^yPS, ^lTj?3-;>( h^->-5- (hy^/U 
;^-npt^/V') 7 fttifiitcW:, 2-:^'nD-5 - ( h y 

S«^7-3 e UT^^^tl^. /^0'/:/lS^. =fpS. SlfeS^Sr* LTV^-C 

Ko^ixS. 5.t;?fi^»^r>fi■bTV^T'bj:V^j^«||-:^-^v^S-Cfe•5. 
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t e r t -l^'f^/l'S. ^^r^/WS. S.t;?l , 1, 4. 4— T'h^JJ^f^ 

^^L■CV^-C^)<tV^7al=./^SJ t fCf*. ^fiiJCfi, ^aiZ^/WKx S-iJ^on 

4-:^'nn73:=/W£. 2, 5 - a n 3, 
:i7D /WS, 3, 5— -:^7>'l':tP7 3i=./V£, 3, 5 -i^^ a o 7^1— 

S> 3, 4, 5- h y ^:/^7/l/:*-n7a:=-/l'S, 3, 5- 

hn73i::^;l'S, 3, 5-i^^PD-4-t Kn^^'7 3i=>'i/S^ 2. 5- 
S?^ h=^riX73ir:/l/S, 3, 5 h ain/vS, 3, 5 ^^/W^^ 

2, [(1, ai^yu] ^ai^/wS, 3. 

;^ [(1, l-i^pf^/U) aif^/V] 7 5- (1. 1 f^v'W) 

;V_2-;^ hdriy^ocrr/i/^, 3, 5. 5. 8, 8 -^^^J'^^/V'- 5, 6, 7, 
8-x h7t Kn-:h7^u:^-2-^/WS, t'^ai^/W- 3 -^/US. 4->{b 
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l-v^jj^f^/w) 7 3, 5-f>^ [(1. l-v^>^yi') 

/W] 5.T>*5- (1, cnf^/l/-2-p< 

f 7 y /^m. V y /^s. ^/ y /^s. f^r y /i-s. t? y 
ryy/u^-efe-So 

±1SE ©^^1^*5 its rajfes^:tb-cv^T'bJ;vN5"Tyy7uSj o rg^sj 

Tfi^ ^jit^tt. gmSS¥7-6 e i UTS^^nS. g^S<^*bTV^-C^J<J; 
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/Sx 4-:>«f'yHf^y t^^-l-^/VS. S.tJ«4-7iii::^/l't°^y i^^- 1 - 

eiUT^^^^tbS. gJfeSSr^LTVN-ct<fcv>:!&/w^^W'/wS^ gi^S^WU 
e ~ C 1 0 <^ ^ y -'"^ SU^g^S Sr'i^UXV^TfcJ;V^Cl~C60 

/VS^ N-n:^/l/:i{;/W-t^^/W^, N->r y 7*0 l^7l'*>'W-«-tW'/l'£> N- (2 

tctt, 5-:;^n^-4- [(1, l-v^Tt^^/i') ^i^/p] ^ry^/V'- 2 --T/w 
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ry-4-[(i, 1 -v^p<5^7v) ^ry—^'V- 2— Y/^s. 4-[(i, 
A^irxii-^)V) -f-T^— /^-2-'^'z^S^ 4- (l, aif^/v-s 

-ai^/W^Ti/— /U- 2 ->r/^S^ 5 4-73i=/U'9^T)/— 2- 

-f/i-S. 4--ry^Pt;Vw-5-73i=.;i'f^Ty-/v-2--i'/vS. 4-^Vv^ 
/W-S-y^-zl-f^-Ty— /I'- 2-^/^^, 4- (1. 
5- [(2. 2-e?^^/l^) T'n f^T '/-/U- 2 --f /WS. 

"^/W- 4 - 73i=/U^T V—ri/- 2 — fyl^S^ 5 -'Oy^/V- 4 — 7 

— r/vS> 4- (1, l-v^p^^/V) 
7j?^/u) 5^7'y_/p- 5-:i^ h^'>';!&/VxH-zw-4 - ( M;.7/W;r 
'^ry— /U- 2-^/V'S, 5-^ h=¥V;!;/VjJ?::^/V'-4-7 3i::^/V5^ 
T/— /w-2-^yi'S, 4- (1, l-^^^Tt^/v) J^^/W-S-t'^y v^yf^T 

>'w-2-'r/wiix 4- (1, i-i>y^/u) ic5^/w-5-^/vxj^y yf-ry 

—/I'- 2 — f/US, 4- (1, l-v^y^^/W) :x^/^-5- (4 -y :n:=./Uk°^ 

!;v?>-i--ryw) 5"Ty->'i'-2— r/vs. 4- (i, i-i^y^^yi-) ocf^/v 

-5- (4-yf^/H^-:y 5=-Ty-/V-2— T/US, 4. 5- 
t^7 3i::^/V^Ty'-/l'-2 — r/^S^ A-y aL=.7\''f-T 2-^ jvm. 4. 

5 - ^:^y ^/wf^T i/^/i^- 2 — r /^s. 2 - 5=-t y y /ws. 5 - y ^^/u^^t y — 

/l'-2-'</V'S, 4-319^/1'- 5-7 3i-/Uf^Ty—/V'- 2 -^yw^^ 5-;<7/l' 
!j?=ar vy ^/V- 4 - 7 a. =./W^T y — 2 - >f 5 - y ^/l';^ /W^^^ 
-4-y3ir^/V'5^Ty— /V-2-^ /VS. 5-3^^/V;i&/l'/^^^/V-4-73i= 

)V'^-TV—jv- 2 -'I'/wSs 5 — r yy'D \f)V)3)V/\^y{fv- 4 - y^i^/w^^T 
y— /v-2— f/wS. 5- (2-73i;!;5^;i/) 4 -^ai-zPf^T 

y— 7i'-2-^/uS^ 4- (n-:^5^/i') -5-y3i=/l''^Ty— yw- 2 — f/u 
S^ 4-y^/U-5- [(3- h y y/l';t-oy '^/W 

-^>'^£^ S-U^S- (4-7/^;i-o7 3i=/w) -4-y^/W5^Ty— /U-2~'l' 
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/VST**)!?. 4- (1, l-v?;^^/l^) 3i5^/W-5- [(2. 

^/w^ (^:7ai-;vS«:Ci~C6©/Na>Jr'Xt:Tyw^;i'£2flicoftfefc. $e>lcB 

Cl~C60T/^:3{./^S2f@(Dfill^-$b^^:tt^S^:rtTV^Tfc<fcv^) T*$>«?. # 

(hy 7/U;*-npi5^/W) 7ai:^/WS-efc«3, ftt^ifiifcfi, 2, 5 -If 
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R'*<z)jtiitc:$5»t5 rg^S^;iru-cvNr'bJ;VNT$ /Sj tUTti, ±15 rg 

R**©^^Je:*5t:tS ^g^feS<£^^bT^^T'^><kv^i^{k7K*aJ © rg^Sj ^ 

{±. g^S^SrWU-C^^T'^JJ:v^Cl~CB®T/^^/^S, g^S$^^LTv^■r i 

^^/vSx g^S^^b-Cv^xt>J;v^C2~C6<^T7^=3^-=/^S, gmS^WLT 

©T7/V=^/^SX*fc!5 . $ btC^Jjilutt, p{ ^yU-S, t e r t -:f^^l^m. 1 - 
t KD^i^^f^/vS. 1- (^h^W^y) ^^yuS. 1- [(-<i/i;'/i.;^dr 
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4-v^7>'U;^D7 3i::i/Ug, 2 - 7 /l^:!^^^- 1 --f /^S, 2. 2-v^v^T 
/ J-x^'-l-'C/V'S, 2-i^Z/-2- h^i^:fy/\y-^s=^jv) su^y-l- 

L•rv^T t) <t 5 v^ u 6 pry —/i^s-cii) . #(w$ e>{c^3i 

Idfi, 2-5^:i:=>'US, 3-5^3ir^/US, l-tl^uy/ug, 2-:^^)V^rV— 

g^£^^UTv^T't>J;v^^^k7K*-;r=3^i/-:^7;^i^?::^;^S. g^S^^^LTV^ 
*^S^WbTVN-c^>J:VN^7v:7 7^.f/w£, g^S^W bTV^Tfc j:v>c i~ 

)\^^. Ztt;^gifeS*^U■CV^T'l>J;v^6M<^^5S=«l^^■roS-;:^/^J^=/^S-e 
«>t)x $^fc«i#{^M{wfi^ [3. (h y 7yv;d-n^5^/u) ^^c^yw] 
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• N- [3, ( 7 - 2 - t Kd i/^:/ 

K 

• N- [3, ihV7/\^:tx3:^'^/V) 7x.=.A2 -5-^cp-2-t 

• N- [3. (h y 7/U;^Dp{^/W) y 3^^)V\ -5-:/n^-2-t 

•N- [3, ( h y ;?{ 7 3i=-/W] - 2 - fc Ka ^i-'- 5 

-3 — K'<:^XT^ K 

•N- [3, ( h y 7/W;rDp«5^/W) 7 -2-tKu^>>-5 

• 2-1: Ko=ar'>-N- [2, 3, 5 - h y ;^ ( h y 7/^:^0 7 

p y :^<t; r /V'=¥/i'S-c-fo § <) ) J <^ r c 1 ~ c 6 <^>^ o <f :^'fkT 
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(f^7 3i=/uSfi. 3^feXf4 5^(7)Cl~C6<?5/^^>{^>"^bT/^:^^>'^ 

py>"fkT>'U:^r/vX-efc5#-a'«:^<))J i:LT{i. 3- ( h y 

2-:7/i';^n- 5- (by 7;v;t-n^^/i^) ^ai-ywS, 2-:J^cin-5- 

y3L=:.;V^^ Z-Z/n=^-6- (hy 7>'U;^n^^/V') :7 3i::^/US, 4-:J'op 
-2- (h y 7/l';^op{f^/l') 7i=./l'S. 4-7/V:^-n-3- (hy^/W^^n 

7 3:=/vS, 4-:^'nn-3- (h V y/^:ttt yt^/i^) ^oi^/VS^ 2 
-=.hn-5- ( h y /l-S, 4-:=:hn-3- (hVy 

4-v'T/-3- ( h y 7/U::d-n ^/U) 731-/1^ 
2 3 - ( h y y/i'^n f-iv) y 31=./^^, 2-:^^/u- 5 - ( h 

y 7/l':tn p( 7 3:=./WX, 4-p<5^/U-3- ( h y ;><f^/U) 

2-p<h#V-5- (hy ^yW^e-n^f^/W 7ai=:/i^X, 3-^ h^i/ 
-5- (hy 7>'i';d-ny5^/u) ^ai^ywS, 4->h:¥e/-3- (hy^y'i'::^^ 
pJf^yi') 7:ii=->'i'S. 2- (p« ^/u:^/U7t=/1') -5- ( h y 
^a.::^;^*, 2- (1 - f o y - 5- (h y 7/l';d-np{5^/u) ^a^^/wS. 
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±iB--iiei: (1-2) 'x^Mm^i^^it^^mh<itmM^tfyim^^ti^'t(o 

• 5-;^^Dp_2-t Kndf^v'-N- [3- ( 7/W:^n p< f^/W ^o^^/V] 

• 5->^p^-2-t KndE^i/-N- [3- ( h y 7/V:^n ^ :7 3i^/l'] 

• 2-t Kci#i/-5-3-K-N- [3- {Y)}y/V^u^^ji^) 
^VXT5 K 

. N— [4-^op — 3— ( h y 7/1^:^13 p« ^/W) 73:.— /V] -2 

. [5-:;*'nn-3- -2 

-t KadE^->^i^XT^ K 

.5-;5^nn-2-t: KndE^i/-N- [4-=hn-3- ( h y p< f^/W) 

• 5-7/l':^P-2-t Kn^^ri^-N- [2- (2, 2, 2 - h y h 
^U) -5- {Y])yjv:^n^'^;v) y :x^=^/v\ ^yXT^ K 

• 5-:7/l';^-i3-2- t Kn=^^'-N- [2- (6. 6 . 6 - h y :7/^;f 
i//w;^=^ri/) —5- ( h y 7/w;rn p« ^/i^) ^i^XT^ K 

. 5-:^nD-2-k Kn:^i/'-N- (3- h y 7/^:^0 p< ^^/l'- 4 - {[4- 

• N- [4- (^i^)/5^Ty— /I'- 2-^/U) >^/U7t=/^-3- (hy7/U;^- 
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. 5_^nn-N- [2- n^i^ dfi/) -5- (h V y/l^:tti ^ f- 

/U) 7 - 2 - 1 Kp ^i^^i^XT $ K 

•5-:i^oo-2-t Kpdfi/-N- [2- (4 5^/1^:7 31/ :^ri/) -5 - (h 
y7/^::^-^^^/^) 73q=./W] ^^XT^ K 

. 5-^pci-N_ [2- (4-^nP73i=/l') ;^/U7t=/^-5- {hV7 

7 -2-t Kp^i^^>XT5 K 

. 5-'^nu-2-\i Kn^i/~N- [2- ( 1 — :^7f^>'^;^-=aE^v') - 5- 

. 5-^an-2-t KD=ar->>-N- [2- ( 2 -5- (h 

±is-^^(i -3)(cj3^^-c. z^tt. 5{4{cg^s^Sr^rbrvNr'bcfcv^2- 
Sj ill«l<^a^5^tf feixs, ^ rgms^WL-cv>TtJ:VNC2~Ce(D^<b7K 
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r t -^f-JUMX^h^o 

3. [(1, yaL=^;vm. ISlU^- (1. 1- 

±iB-^s; (1-3) x%m^M\'c^mm\.<\'mm-mz.^m^M^<o 

o©T y -/ws-eit> . * tc0igtctt, > ^/v*. ^ y T^n tr/wg, t e r t 

v^T J; C 6 ~ C 1 0 y '->'^-;^'/^^'=^^S^ fi^S^^ LT v^T J; ^^c 1 
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»3ilJ:fi, 5-7'o^-4- [(1. f^T/- 

/U-2-^yl'S. 5-7^0^-4- ( h y ^/l-:^^^^^^-/^) 5=-T /l^- 2 --f 
yWS. 5-iXT/-4- [(1. l-v^^f^/W) Jif^/V-] f^Ti/-/V- 2-'r/W 
X. 4- (1. cc^^/u-s- [(2, 2-i^;^5^/W) T'nf:^^. 

/W] ^T)/— /^-2->f/^S^ 5-T-fef-/V'-4-73i=/l^f^T/-/l'-2 — T 
/l^S. 5-^yi/W'/V-4-7 3i:=^>'U^Ti/— /U- 2--l'/WKx 4- (1. 1- 
i^y^^/l^) 3z^/U-5- hdrv^j^/P/l^'-zU) 5^Ty-/U- 2-^/WS. 5- 
31 h df^ i^;?; /Vjjf cr./U- 4 - ( b 7 /U;^ o ^/l^) / — /W- 2 - 'f 5 

/w:a?=/ix-4- (^V^7/u;rt3 7 3i=/i') ^T)/— ;i'-2->f'/uS. 4 - (1. 

l-v?p«5"/>) Ji5^/l^-5-lf-<y i//5^T)/-/U-2— T/l'S. 4- (1. 1 

ji5^/v-5-^/w/j^y y5=-Ty-/u-2-^/us, 4- (i, 1- 

'T/l'S. S.t;«4- (1, 3^5^/1^-5- (4-7 3i=;H^^y -^v 

-\-^)V) 5^T^/-yV-2-'l'/W-C$><9. 4- (1. l-v?p( 

C(2, 2-v?p{5=-/U) T'd tf^a-c:^/!^] '^T-/—/V-2 — T 
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4-:7/U:^n73i:=^7US, 2, 4 - v?7yU::i-o ^ai^^/^S. 4- (hy 

±iE-ii5^ic (1-4) -c^^$ixsib'a-ti^b<tima^6^j-fF^$tT'S^<^ 

±IE-^5*; (I), (i-i). (1-2). (1-3). SlXI (1-4) -e^^ti 

Alt. v'p«5^/U'T:/^^!i7i=^:S. h !) ^^^/WTV*::^!:^^:^. v'i^^ n^df>>/^ 

-6Ri;tfi. m.mm.. ^^m.. mmm.. mmm.. vymu^com^m.. 

v-^!>^m. iJ'^^mm. ^yxVv-^it. ^^-r^s^:^. 

±15-^^ (I). (I-l). (1-2). (1-3). (1-4) ■e«$i^ 
5^b-^i^Xtt^©illLtt. TKMXfi^iEfpi^i: bT^^:S-t-^^'a''bfcSo 5|c|g9g 

(I), (I-i). (1-2). (1-3). ^ITJ5 (I -4) r-^^ixs-fb-a-titti 
E^m\'^xhi:\'\ t.tc. -jigss; (i). (i-i). (1-2). (1-3). Rx^ 
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(1-4) X'm^ti^i\:^m^^i^y>(y\k<D=.w^^^m-r^m'^\a-i. ^(o 
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1^101 




(1) (3) (4) 

(mix^) 

;i;/L';K:x^^^{^ (l) tT^v (2) t^&L7km^^'t^:iticX^ . 
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\t]):yiim^\^\'\ m^m-tntx^xi-t. mk.\f. n, n' -v?->i5^D-^^>';u 

^^^^t°y^:?>. hy:ii5^;wT^>. n. n' -i^^^/i^r^y >i^<D^^igSd^ 

^pp^V-^:/, o-i^^'PP^V-^:/. N, N' -v?p<^/V/-f;/UAT5 K> N 

-pt5"/ut°py F>/^^^W^::i/5^-c^. ^/^p^i^M(D#ftT^-^Jt^^ 

-e^OX-tf, J. Med. Chem., 1998. 41, 2939. (C|B^<0 

y ^i^y—'fT. ii — ;!{f=y^ v'^'-fev'x^ (Protective G 
roups in Organic Syntheses)j(P. G. M. 7^5/ 
y (P. G. M. Wu t s). T. ^y— > (T. Green) 03jig, 1 9 
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9 ip3i^ TVK f-:^X (Wiley. John & So 

n s) fiJ)s ryNi^K:^5/^ yji— 7:^— :^—fS=.y^ 

l^-t i^T^ (Handbook of Reagents for Organi 
c Sy n t h e s i s)j (L. A. y<'iry h (L. A. P a q u e t t e ) 
±4m. 1 9 99¥^ i^a-^ Tl^h* (Wi 1 ey, J oh 

n & S o n s ) T"J) ^lC|B«fe<D^?fe$r ; •^m^BmiXft:> t LTtt. m^Yi. 

r/^^i^l^A yoi— i^ai^'y :^-:^=-y^ i/^^-fe^^^ (P a l l a 

dium Reagents in Organic Syntheses)j 

(R. F. '^j'^ (R. F. He c k) 1 9 8 5¥^ T*x5 -zTyyT. 

(Academic P r e s s ) fIJ). A y^i-v^aiV^' T^-K 

y :^:y : -fy^— v'H > -Y:/ is-—1i^v^ V^^-fe^x;^ (P a 1 1 a d 
ium Reagents and Catalysts: Innovatio 
ns in Organic Synthesis)j (itZl6R ( J . T s u j i ) 
1 9 9 9#^ y-, v^3 T>K f->'X (Wi 1 e y, J ohn & 
Sons) flJ^^^IB^<o;^^fe^^v^^^^:;65r'#So 

}L^1omt^ m^\'t. -SO2NH-. -NHCO-. -N 

HSO2-. -CONHCH2-^ -CONHCH2CH2- ;^^i^S±©7K^I^ 

-JK^ (I) ^^::}3V^T. X35S-CH2NH-X-^$tl.S^b^ife»±> «3|x.ff> S 
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H 



N-E 



^-6 o 

(if- 



H 





(7) 



mi 



*-r. T/i'xk K (5) i:T$^^ (6) h-^Wm^^^^-^Z-hK^^^ .^(.1) 

(R^~R''s.t;Bfi-/as:i«: (i) {cjsitsjfe^ii^^-e^js) ©-f ^ i^fl^ft:^ 

±IB;^^W:^ y.-i^^(oW^^ m^\i. -C0NHN=CH- ; M^«±<^ 
?fcv^-^. (7) Sr5l5n1-S^i:lc<fc!5 gfi^j^k-a^i^T'fc^ (8) 

<;^}£3> 
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(I) (-*5V^Tx X;6S-CH = CH- (^ji3gS±©7K^l^^=-«g^$ 
w 

OH O OH 

(9) 

(ittf. A&i^Eli. — jK^sC (I) (cjott-S^^irlHSa^^L. Wfi. o, O' 
T/i^x t K (9) t]}yit^m (10) t<lrl8i7KiSI'a-$-ti:-5::i:lcj;!3. 

—m^ (I) ^w*3^^T. X;6S-COCH = CH-S.U^-COCH2CH2- (^ 
5tJ^S±07K^Jl^{^fim$i^TV^■CfcJ:v^) xm^fi^it-^m-i. mx.\t. R 

H 

OH O ° J OH O OH O 

(y- n^k^^ -^^i^^ (^^^ 

(12) ^ (14) (15) 

^-r. (1 2) i^T/i'T't K (1 3) i:M7Kili^$-*S::itcj;!9, 
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n&3it'^^X'hi>^yy (14) ^m^-r^:Lti>^-c^^o ^:<z)R/£tt. m&o 
i-h]}^J^^(ommM^. ^>5v^tt^f ye;:/, by^^^/vr^y. n. n' 

^^VNT% 31 (14) Sril5ci-5;ii:»cJ;l9i6*){b-a'4^T-fc5 (15) 

Xh7t Kn77>x 1, 4-v^:t=¥f-:/.^^/->'KJ^^/— /v^;65$ji^Uv^o 
#2>o Mi: tT^4#^^r^tt0^t^;6^^^f xh^tKa^y^, 1, 

mmmtWh (TNF), -rv^-D-fdry-l, ^^y^-n^^l^-^^ 
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oiuy^^ ffflml^^Sm^-Ch?)! CAM-l-^VCAM- lS.t/ELAM-1. 
KA, Tl^'^:ty'l^'y/—':fl^. ^WB, mW-CA. c-myc, H I VcDit^ 

xn^&^^'^-f h:fy'<>i!)m-^vx\,^^t^:^hti^mm. m^tt^^mmv^ 

^^m^^ommB. m^mm^m^m. m^mski^m^^. ^m^Mm. 4 
y:^]}ymm. mmm. mmmt^tumo^mm mm. mm^. nmm. 

mm. mm. ?L^. ^^^s. mis. ^<Dm(ommm. mm. -wmm. m(D 
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:^^m<ommi^. m^tis mmk mmi. mnu m:h-^±yi^m. ^io-f^fv 
mu. m\. mmmM. mmmms M.-^-n. mm. m,xm$.}f: 
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tvxn. m^\t^ mm. ^m. •:^Ke7*i> ^i-^:^^-^^ y'y^^s 

TyyfT^JJ^. hy:^>hs "^y^^-y. "y^x-yv^. t Ko^rvyoif/u-fe/un 
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b y !>i^&ay ^-^-t- h y ^M.^(D p H ^Si^mii^i^WJ; fnMa^-:^ h y 

m:tif. 1^ v-j>^Rx^^/i^<Dj&wn^i-^m^i'^tt.mn^m 

^SWt'd i^/w^<Jr^ffl1-5 - t i>^X^ 5o li!;#jSfijoji^|i{c-r5:^tcfi, M 
&fc!?:*:|IM{b'a-'^»fiai: bXiiSO. 0 1~5, 0 0 0mg-e$)So -<^S 

■^A^mmto^^. mm. mm^mcxm±mmir^:iiiitmt.v\f\ wis-h 

htc<0>^^mit^mmMt LTO. 0 0 1~1 0 Omg^-e^S, 
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mi : N- {[3, 5-}^^^ ihV y;\^^u ^^^-/u) y :^=^)V\ :^^;V] -b-:f 

T/W;fy#a^T, S-'/n^f-y^/Hg (2 1 7mg, Immol). 3, 5 
-f;^ (bU 7/V;e-np«^yP) ^ Vi^/l'T 5 V ( 2 4 3 m g , Immo 1). 4- 
v'^^^/l^T^ / (1 2mg, 0. Immo 1). X h7t: Kn77> (1 

0ml) O^S-a-i^JC 1 - (3-v'p{5^/VT5;yyPtVW) - 3 

5 Ym^m (£^T^ WSC-HC l tm^-r : l 9 2mg. Immo 1) ^*PX.. 

^m.-r^iwmm.w\.fzo m.j^^m^m^^mmz.M. mn=^'^/^-^^m'LtLo ^ 

VXm^titcBm^i^}}:^^/^^^-^ Yifyy^- {u-^^^\^ 

= 4 : 1) 'Qmm.V'X^m\^-^m(n>^^m'^ (244. Smg, 55. 4%) $r 

^H-NMR (DMSO-de) :5 4. 69 (2H, d, J = 5. 7Hz), 6. 
93 (IH. d, J = 8. 7Hz), 7. 56 ( 1 H, d d. J = 8. 7, 2. 4 
Hz), 8. 02 (IH, d. J = 2. 4Hz). 8. 06 (3H, s). 9. 41 
(IH. t, J = 5. 7Hz). 12. 13 (IH, s). 

m2 : 5-yci^-2-t Fo^v'-N- {2 -y s:.:^^/^) '<:xX7' 5 K iit 

(1) 2-T±h^i^-N- (2-7ai;|;^/W) ^i^XT$ K 
o-T-fe^^/l'-y-yf^/V^^n y K (0. 2 0g, l. OOmmol) ^^V-^ 



167 



wo 02/49632 PCT/JPO l/1 1084 

(8mL) iC^^^V, yai:^'^jUTK> (0. 1 2 g. 1. O0mmol)>t° 

V'jy (0. 3mL) ^m^. ^m.-r^2mmW:W\^tco Rjt^m^^^^mkKh 

A (15 5. 5mg. 5 4. 9%) ^^fCo 

^H-NMR (CDC 1 a) : 5 2. 0 9 ( 3 H, s), 2, 9 2 (2H, t, J 
= 6. 8Hz), 3. 71 (2H. q, J = 6. 8Hz), 6. 32 (IH, br 
s).7. 07 (IH, dd, J = 8. 4. 1. 2Hz), 7. 2 3-7. 35 (6 
H, m), 7. 44 (IH, ddd. J = 8. 0, 7. 6. 1. 6Hz). 7. 7 
3 (IH, dd, J = 7. 6, 1. 6Hz). 

(2) 2-kKDdp$^-N- (2-7ai^5^/l<') ^^^XT^K 

2-T-fe h=¥i^-N- (2-73^^^/1^) ^I/XT^K (15 5. 5mg) iz 

pJ^y-Zl- (5mL). 2^S7K^^b-:>- h y !:7A (0. ImL) ^Mx.. MUX3 

tiitBrn^w^ii: (>?^DP^t5'>'/^^i^>') vxmmit^^<o}^^mW' (i 

0 6. 9mg, 80. 7%) ^#fCo 

*H-NMR (DMSO-dg) :S 2. 86 (2H, t, J = 7. 6Hz), 3. 
52 (IH. q, J = 7. 6Hz),6. 8 4-6. 8 8 (2H, m), 7. 18 
-7. 31 (5H, m), 7. 37 (IH, ddd, J = 8. 4, 7. 2, 1. 6 
Hz), 7. 80 (IH, dd, J = 8. 4, 1. 6Hz), 8. 84 (IH. s), 
12. 5 1 (IH. s), 

(3) 5-yp^-2-t Ko=¥v/-N- (2-7ai;^;^/U) ^^^XT^ K 
2-t Ki3dpj/-N- (2-7ai;^;^/V) ^:^XT^ K (7 9. 6mg. 0. 



168 



wo 02/49632 PCT/JPO 1/1 1084 

3 3mmo 1) Kmmt^^ (5mL)> (0. 0 3 g)^ (2 5|t 1. 

0. 4 8mmo 1) i:Mx.. ^mr* 1 BfP^Si^Lfco WtM^^^^^^^T^^i- 

•^h^vy^- (n-'^dfi^i^ :g^i&ai^7U=5 : 1) XmMX^XWMit^mo^ 

(6 2mg. 5 8. 7%) ^mCo 
^H-NMR (DMSO-dJ :6 2. 85(2H, t, J = 7. 6Hz), 3. 
52 (IH, q, 3=7. 6Hz),6. 87 ( 1 H, d , J = 8. 8Hz), 7. 
18-7. 31 (5H. m). 7. 52 (IH. dd. J = 8. 8, 2. 4Hz). 
8. 01 (IH, d, J = 2. 4Hz), 8. 90 (IH, s), 12. 51 (1 
H. s). 

ms : 5-yp*-2 -t Ka^^'-N- [5- (^/v* y / ;«7/V3j<=yV) 
y V- 2 — r /W] ^>XT ^ K ('fb-S-(fe## 3 ) 

5-y''^*1^y5^/^^ (1 0 9mg, 0. Smmo 1). 2-TS.J-5 - (^ 
y y ) :«;yWjK=/W (Chem. Pharm. Bull., 2000, 

4 8,131. #fi§ ; 1 4 Img, 0. 5mmo 1 ). hV=^'f'/^T^ (7 0 u 
L. 0. 5mmo 1) CDv^^naTiiJr^- (5 mL) WS C • HCl (9 
6m g, 0. 5inmo 1) ^BML, 4 0r-ei. SmmMmW-Wl^tlo 

^f'-^: ^^/-/l^=19 : 1) XmmU mmit^'^(D^^^^ (2 6mg, 

11.9 %) -Sf #fco 

^H-NMR (CDCI3): S 2. 66 ( 1 H. d d, J = 16. 2, 7. 2 
Hz). 2. 82 (IH, dd, J = 16. 2, 7. 2Hz), 3. 16-3. 2 

5 (2H, m), 3. 43-3. 8 6 (8H. m), 4. 79-4. 9 2 ( 1 H, 
m), 6. 88 (IH, d, J = 8. 7Hz), 7. 14-7. 15 (3H, m). 
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7. 46 (IH, dd, J = 8. 7, 2. 4Hz), 7. 74 (IH, d, J = 7. 
8Hz), 7. 84 (IH, d. J = 2. 4Hz). 

^SJ4 : 3 - (4-:^on73i=/W') -1- (2., 6 -i^t Ko:^^/^^!^:/^) - 
3- (4-t KP=^r5^7i=/U) ynxN'i^-l-;^->' ('fb^i^#-§-4) 

fiSJcTC :Apin Chemical s^t 
;^^Oi/n>- K#-^ : N OlO OD 

^S]5 : 1- (5-i}'nP-2-t Ko =¥e/7 -3- (4-7< h^v'P'ai 
MMtc : S p e c s II: 

jU^X2^=i^yr^-^: AI-2 3 3/3 1 5 8 1 0 24 

me-.l - i2-}i ]^n^->-4-?^ h^->y^=-/l^) -3- (2-p{ h^iy^ 

WMjt :Maybr i dgett 
;^^p^3— K#:§-: R JC 0010 6 

^aj7 : 3 - (3, A-i>t Kn-2H-^:/l/ [b] [1, 4] fi^- 7 

— r;v) -1- (2-t Kn=^i^-5-p{5^/V7a;:^/v) :/n^^^-l (-fb 
^i^#-^7) 

M^TC :Maybr i dgett 
:«7^a^=i— : BTB 1 3 23 0 



170 



wo 02/49632 



PCT/JPOl/11084 



ms : 3- (3. 4-v?t KD-2H-^>'i/ [b] [1, 4] i>;^:Jr-fe- 7 
-1- [2-t Ko=¥v^-4- (> h^Jfv^pt^'/v) :/p-<>' 

IR5S5n :Maybridge^t 
;«;:Jrn^3-K#-^ : BTB 1 1448 2 

^i|9:4-:i^PD-2- [(4-jJ'np7ai:=:/V) :f7^^^- 2 — ^/V] ^ai^— /V 

S-jJ'onf-y K (3 1 3mg, 2mmo 1). 4-i^PP^Vi^ 

/UMJ yziL:^/V7;i-:^Z7:i-:=.^J:,^n]) K (8 4 7mg, 2mmo 1) ^N, N 
-v^p<^/U^/VAT5 K (2 0mL) ^m:^V^J^ (1. 3 8 2 g. 

1 Ommo 1 ) ^tK (1 OmL) LT;!jnx:. 5B#m^«bfc„ 

vy^^/^'V^p-^ h^7 7>f — (n V : f^^3z^/u= 3 : i) -C)»SSlL 

T^^^k'^tJOlj'ce^a^*: (4 4. 6mg, 8. 4%) ^#fCo 
^H-NMR (CDCl 3):6 5. 04 (IH. s), 6. 74 (IH, d, J 
= 9. OHz), 7. 05 (IH, d, J = 16. 5Hz), 7. 10 ( 1 H. d 
d, J = 8. 4. 2. 4Hz), 7. 26 (IH, d, J = 16. 5Hz), 7. 
33 (2H. d, J = 8. 4Hz), 7. 45 (2H, d, J=8. 4Hz), 7. 
49 (IH. d. .J = 2. 4Hz). 

{RIl 0 : 5 -:/p^-N- (3, 5-v^^pp) 7 ai::^/^- 2 - t Kp ^v''^:^ 
■^i^;^/V7j^:/T^ K ({k-g-#l#-§-l 0) 
(1) 5-:/P-=e-N- (3, 5-i/^PP) 7ji:=^/U-2-p« ^=^->^V-fe*>' 
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5-yn^-2-p{ h=3rv'^:/if>;^yU3!^:^/Vi^n y K (8 5 7mg, 3mm 
o 1) iSrv^^n/M:?^ (6mL) iZ.mmV. 7Ki«&> T/^=?:^#H^Ti- 3 , 5 
-iP^tiuT=.V> (510mg. 3. ISmmol)^ fyv^:^(261mg. 
3. 3mmol) <Di^^ uj\^;^ ^ (2mL) ^^Ts ^V^-C^jfiT? 6 l^fflMJ^ 

'<i^-^i^;^/V2lxVT^ K<^e-fejSA (9 0 Omg, 73. 0%) 

'H-NMR (DMSO-dfi) : S 4. 03 (3H, s), 6.92 ( 1 H, d, 
J = 9. OHz), 7. 01 (2H. d, J = l. 8Hz), 7. 07-7. 08 
(IH, m), 7. 24 (IH, brs). 7. 63 (IH, dd, J = 8. 7. 
2. 4Hz), 7. 99 (IH, d, J = 2. 4Hz). 

(2) 5-:;^P^-N- (3, 7 31— /W- 2 -t Kd^v^^^^-^ 

5-:/n^-N- (3, 5-i;?i{^cip) 7 3i=/^-2-p< h :^E^i/^>'-^:/;^/V 
Koe^^^ (2 0 6mg, 0. 5 mm o 1 ). y A (1 3 4 
mg, Immol). 2, 4, 6 y (5mL) ©jig'^i^^T/^=f:x#ffi 

MTt- 3 0 Lfco ^fsm^i^i^M* -c?^4P bfc^. 2 m&mmi^ 

^■t:y-mm^^^i^x^m\.xmmit^m<DB'&i^^ (9 omg, 45. 3%) 

mp 1 5 8-1 5 9"C. 

^H-NMR (DMSO-de. 5) : 6. 9 2 (IH. d. J = 8.7Hz), 7. 
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11 (2H, d, J = 2. IHz), 7. 21-7. 22 ( 1 H, m), 7. 62 
(IH, dd. J = 8. 7, 2. 7Hz), 7. 80 (1 H, d, J = 2. 4Hz), 
10. 70 (IH, br), 11. 37 (IH, br). 

^^1 1 : 3, 5-lf>^ (hy :7/U;rn^^/W) -N- (2-t Ko#^/73i^/W) 

^:^XT5 K ab-a-i^#-^i 1) 

2-T$y 7aiy«-/l' (1 2 Omg, 1. 1 mmo 1 ) ^v?^ n p;>< (5 
mL) {c:^fi?U 7K?&. r7i'=^i^#B^T{-3. S-f;^ (h y 7/V';tnpt5^/i/) 
o y K (3 0 Omg, 1. Immo 1) Oi^^n/MiJ'^ (3mL) 

mw.. fyv^^ (0. 5mL) ^riSTL. (S>:v^-T?^fi-el w^#bfco Ki^^m. 

m^:^^ (5m-L) immh. 2m^7kmt'rhv^j»(o. imL. o. 

2mmo 1) ^MTL. ^V^r'^©T'3 Or^-^^^tfCo Ritm^^^2m^mm 

yJ^^n-^h^^y^- (n -^-^y : mj^^^/l^= 4 : 1) "Cl^^L. 

>fb^#l«tffefei^^ (2 8 Smg, 7 3. 6%) ^^fc„ 
mp 1 8 3°C (d e c). 

^H-NMR (DMSO-de, S):6. 83 (IH, td, J = 8. 0. 1. 
2Hz), 6. 93 (IH, dd, J = 8. 0, 1. 2Hz), 7. 08 (IH. 
td. J = 8. 0. 1. 6Hz). 7. 50 (IH, d, J = 8. OHz), 8. 
35 (2H, s), 9. 61 (IH, s), 10. 15 (IH, s) . 

^F!|12:N- (5-:^cio-2-t Ko^'>73i=/U) -3. 5-v?^Pn^>' 
XT^ K (it^m^^l 2) 

2-T^y-4-^cin7aiy— ;W (3 1 6mg, 2. 2mmol), h y 3^5=- 
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/\^T^>' (2 4 3mg. 2. 4mmo 1 ) ^i^^ x^/l^;^ ^l^ (8mL) l^^fi?U> 
>JC?^^ T/^=i>#ffl^TfC3, 5-i^^r2u^yy^^;\^^ a]) K (419mg. 
2mmo 1) <DiP^X2;i.;^.^y (2mL) ^Sr^STb. ^feV^-C^jaT 1 5 ^^1 

nmit^^(DB'&^^ (205mg, 32. 4%) Sr#fCo 
mp 2 5 1-2 5 2*0. 

'H-NMR (DMSO-dg): 5 6.9 3 ( 1 H, d , J = 9. OHz). 7. 
11 (IH. dd, J = 8. 7, 2. 7Hz), 7. 67 (2H, d, J = 2. 7 
Hz), 7. 8 6-7. 8 7 (IH, m), 7. 97 ( 1 H. d. J = l. 8Hz), 
9. 85 (IH, s). 10. 03 (IH, s) . 

^J13:N- (5-;J^nP-2-t Kn:^i/73i:^;V) -3, 5-v^^nn^:^ 
•^:/;^/^7^^>'T$ K (-fb-g-i^-^l 3) ' 

2-T$y-4-^'ani73i/— (2 8 7mg, 2mmol). 3, S-v^jJ' 
cia^>'-^>';^/V;^:=i7U^'n y K (5 4 Omg, 2. 2 mm o 1 ) ^i/jJ' n/Wp« 
(4 mL) \:immU T>'V=^:/#fflmTl-f y (ImL) ^MT 

t. 2fev^-e^iS.-eiNFmi^Uito ^^g^i^<lr2^^:S^fc:fcJj-S^@!^^/V'-e 

tflfcji L fcm> ^iiSrMjl®* bfco # ^ i^lfcmm^i^ y -J^/w;*/ 7 A >^ n -r h 

(n-'^^^i^^^ : W:i-5^/l-=3 : 1-^1 : l) XmUh. f^fi^® 

fl:^#fco tt^ n — ^i-'^-mm^'f-^^^Bm vxmmit^^(omn^^^ ( 4 

4 5 m g , 6 3. 1 %) ^#fco 
mp 190-191 1:. 

»H-NMR (DMSO- dg) :5 7. 68 (1H, d, J = 9. OHz), 
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.7. 08 (IH, dd, J=8. 7. 2. 7Hz), 7. 17 (IH. d, J = 2. 
4Hz). 7. 70(2 H, d, J = l. 8Hz). 7. 95-7. 96(1 H, m), 
10. 00 (IH. s), 10. 06 (IH. s). 

mi4:N- [(5-:/n^-2-t Kn:^r'>73in/V) pi^^/W] -3. S-i?^' 

n P y V i^t^l^^^- 1 4 ) 

(1) 4-:/0^-2- [(3, 5-i^7rn::^/W P< ^aLy-ZW 

5-:/o^lM;5^/VT/Uxk K (1. Olg. 5mmol). 3. S-i^^^PO 
T=y (8 1 Omg, 5mmo 1 a:^y— /V (2 5mL) (D?i#i^SrT/V=*" 

Sr^t^UrS. S-i^iJ'PP-N- (5-7'p*-2-t Kn dr>>^>'-i/ y x^-) 
T^yvO^fej^S (1. 5 2g. 8 8. 2%) ^lr#fc:„ 
mp 161-163 "C. ^H-NMR (CDC 1 3, 5) : 6. 9 4 (IH, d, 
J = 9. OHz). 7. 16 (2H, d, J = l. 8Hz), 7. 30-7. 31 (1 
H, m). 7. 4 7-7. 5 3 (2H, m). 8. 51 (IH, s). 

(2) N- [(5-:/p^-2-k Kndri^73i:=/W) p^^^/W] -3, 5-t?^P 

PT^y y 

3, S-v'ri^PP-N- (5-7'P^-2-l; FP^i/^^i^y r» T^y 
>- (1. 0 4 g. 3mmo 1 ) Srx h 7 k Ko 7 7 (1 2mL) :S.TJ«a^:? y — 
(6mL) ic^^u tK^^, T/v=?>'#ffl^Tl::7k^Wl>*-thy iJ^i^ (1 

1 3mg, 3mmo 1) ^mML. i^\^-emi^vi 2mmM^vtzo R^>m^m 
{cT-feh^ (lomL) ^mML. mf^n^m^i^xmhtttcmmi^Tk^M^x 
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^i^B^B (9 7 1mg. 9 3. 3%) $r#fc, 

mp 125-126 1:. ^H-NMR (CDC 1 3, 5) : 5 4. 3 1 (2H. 

s). 6. 64 (2H, d, J = l. 8H2), 6. 74-6. 7 7 (1 H, m), 

6. 84-6, 8 5 (IH, m), 7. 30-7. 34 (2H, m). 



mi 5 : 5-^nn-2-\: l^n^i^^M-^m (2. 4-v?t Vn^'^^i^W' 
7=» t h^yiPh' Wb-a-W^l 5) 

IStctc : S i g m a — A 1 d r i c h th 
:fy'$rn ^n— K#-§- : S 3 2 0 3 - 5 

M16:N- [3. ( h y 7/U;tt3^5^/V) ^ct^/^] -S-t^-PP- 

2-t Kn^tz-N-^^yW-^^^XT^ K ab-a'tl#-§-l 6) 

5-:^^nDf-y^7H^ (17 3 mg. 1 mm o 1)^ 3. 5 - tf ;^ ( 
;tn^^/y) -N-^5^/^T::^y > (2 4 3mg. Immo 1 ). EMitV ^ (4 
4 Ml. 0. Smmol). ^y^Do^i/-^> (5mL) ©iS'g-i^^T/U=?:/ 

> (5 0mL) ^mmu mm\.tcm.w^^mLi.xm^^^/i- (somD iz. 

^7-7^- (n— ^=¥f-^ : B^^^5^/V=2 : l) T-^iSlU ^S-fb-g-^fej© 
j^S (7 5mg, 18. 9%) ^ntCo 

^H-NMR (CDCl3):§ 6. 59 (IH, d. J = 2. 4Hz), 6. 9 
4 (IH, d. J = 9. OHz), 7. 21 ( 1 H, d d, J = 9. 0, 2. 7H 
z), 7. 58 (2H, s). 7. 80 ( 1 H, s), 10. 00 (IH, brs). 

^SJl7:l- (5-:/n^-2-t Kd=3e^v^) -0)/^/W-7- ( h y 7;L';^n 
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i-f-fV") -\, 2, 3, 4-x h7t Kn^> y 7) 

2, 3, 4-x h7t Kn^/ y :^S:ffiVN'C«F!)l 6 ^I^^O^flFSrfTV\ M-fb 

IRS^: 4 2. 0% 

^H-NMR (CDCI3): 6 2. 0 8 (2H, m), 2. 9 2 (2H, t, J 
= 6. 6Hz). 3. 95 (2H, t, J = 6. 6Hz), 6. 91-6. 94 (2 
H, m), 7. 14 (IH. s), 7. 3 2-7. 3 5 (2H, m), 7, 4 0 (1 
H, dd, J = 8. 7, 2. 4Hz), 10. 06 ( 1 H. s). 

^Sji 8 : N- (3, ^-^y^uxiy 3lz^)V) -2-k Ka^i^-l— ^7 
K Wb-^i^S-^l 8) 
1^3|S|-iUT. 2-t KP=^ri/-^7^Ui^- l-:<7yU7jf>^, j5.tJ«3, ^--^^ 

: 5 1 . 2 % 
mp 2 4 6-2 4 a'C. 

^H-NMR (DMSO-dfi) : 5 7. 26 ( 1 H, d, J = 9. 3Hz), 7. 
31-7. 37 (2H, m)., 7. 44-7. 5 0 ( 1 H, m), 7. 65-. 6 
8 (IH, m), 7. 8 5-7. 90 (4H, m), 10. 23 ( 1 H, s ), 10. 
74 (IH, s). 

M19:N- (3. 5-i^^i3n7i^7V) -Z-M}^xxi^i/-2-'^y YT % 
K (^b^l^##l 9) 

^^i|S^iUT, 3-t Kndriy^7iJ'l/^-2-;*/W7Ki^M, ^.1)^3, 5-i?:J^ 

mp 2 5 4-2 5 5*0. 

^H-NMR (DMSO-de) : 7. 34-7. 39 (3H. m). 7. 49-7. 
54 (IH. m), 7. 7 6-7. 7 9 ( 1 H. m). 7. 89 (2H, d, J = 
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1. 8Hz), 7. 9 2 (IH, m). 8. 3 9 ( 1 H. s), 1.0. 7 5 ( 1 H, 
s). 11. 0 1 (IH, s). 



^^20:N- (3, h^i^7aL::^M - 3 - t Ko =^i^- 2 --^7 h T 

5 K ({fc-g#»#-^2 0) 

WMyi- • S i gma— Al dr i chtt 
:fy^u^=i^ K#-^ : S01361-8 

^^J2 1:N- [3, 5-t^'>?. ihV7/l^:tu^^/\^) -l-tKo^^E^ 

hT5 K ab-a-#i##2 1) 
I^3isfi:LT. 1-t Ko:3f^>:f7^u:^-2-*/V':^?:^i&. ^t;«3. 5-}f:^ 

: 6 5 . 5 % 

»H-NMR (DMSO-dg) : 8 7. 51 (IH, d, J = 9. OHz), 7. 
60 (IH, t d, J = 7. 8, 0. 9Hz), 7. 70 ( 1 H, t d. J = 7. 
8, 0. 9Hz), 7. 89 ( 1 H, s), 7. 93 (IH. d, J = 8. 4Hz). 
8. 09 (IH, d, J = 9. OHz), 8. 33 ( 1 H, d, J = 8. 7Hz). 
8. 51 (2H, s). 10. 92 (IH. s), 13. 36 (IH, s). 

0!|2 2 : {[(1 -k h'^'^i^-ry-f' ^/l^:^=./U2 T^J} ^l^-^ 

:/;^/U/-Js=/V y/u^]} K (jk-^#l#-^2 2) 

IR^TC : S i g m a - A 1 d r i c h^h 
K#-i- : S58026-0 
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m23:4- ({[4- (2, 5 - v?^ P n 7 TlZ-l-^^Vn^ri^i-y 
-^•^^##2 3) 

: S i gma — A 1 d r i c h^t 

ij^nifzi^ K#-^ : S63263-5 

^r!|24:N- [3, 5 - t*;^ KV^) y )\^i!rxi :^f-iV) -5-^oo- 
2-t Ko=¥'>'fc' yi^>'-3-;^/^3J<^r1^$ K (jb-^iJS-i- 2 4 ) 

5_^pn_2-t Kndrixcrn^^^ (1 7 4mg, Immol). Z,^- 
brx(h y 7/W^P>5^/V)T::^y (2 7 5mg, 1. 2mmo 1 ), t'U (3 
1 6mg, 4mmo 1 ) ^"r h 7 t; Vny^^^ (2 OmL) S-tJ^i^^ P/Wp« 
(1 OmL) tCl^ftlL, :*-drv'li'fky :x (0. 112 ml, 1. 2mmol)<^ 
»L. 2>:VNl?MT-2B#^^#L^Co S^^^i-a-i^^i^ife^^/l' (10 OmL) 
RX^O. 2^;tl&®? (1 0 OmL) {Cfctt, 3 0:9-PBl«#bfcfci h5 

-»1 : 1) ■^*S^b..g{e^.^@^^^Sr#fco ::tb<^^iJ'y-/i-l?M31?jgT(-MiS 
«te^bT:Sa^b^#>oe^j^S (18 3mg, 4 7. 6%) <^#fco 
jgfe^ : >2 7 Ot) 

^H-NMR (DMSO-de) :5 7. 83 (IH, s), 8. 15 (IH, d. 
J = 3. 3Hz). 8. 36 (IH, d. J = 3. OHz), 8. 40 (2H, s), 
12.43 (IH, s). 

«?il2 5:N- [2-^ HP- 5- ( h y 7>'^3^P ^ ^/W) ^ccr^yW] -5-^P 
P-2-k KD:Srv'~3 5^i^T^ K ('fb-^#>##2 5) 
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W : 4 2. 9% 

'H-NMR (DMSO-de): 5 7. 52 ( 1 H, d d . J = 8. 4, 2. 
IHz), 7. 81 (IH, d, J = 8..4Hz). 8. 16 ( 1 H, s), 8. 3 
9 (IH. d, J = 2. 7Hz), 8. 96 (IH. d, J = 2. IHz), 12. 
7 6 (IH, s), 13. 2 3 (IH, s). 

^!|2 6 : N- {3, 5-h'7. [(1, l-v?p«5^/W) :r.5^/V] -5-^ 
t2p-2-t KP^i/=='5^i^T^ K (^b-a-'^»-t2 6) 
i^ilSI-t LT. 5-:J'ao-2-t KD=^V:^3^i^^,:R.t;?3, 5-lf;^[(l, 

i-v^7(^/v) oi^/w] T=y:/^fflv>T^rii2 4illl#©^f^^m\ ^Jl{b^ 

J|X^ : 5 9 . 1 % 

^H-NMR (DMSO-de): 6 1- 29 (18H, s). 7. 1 8 (IH, 
t, J = l. 8Hz), 7. 52 (2H. d, J = l. 8Hz), 8. 07 ( 1 H, 
d. J = 2. 4Hz). 8. 35 ( 1 H. d, J = 3. 3Hz), 11. 92 (1 
H. s), 13. 10 (IH, s). 

fia|2 7:N- [3, 5-\f:^ ( h y 7/W:^-o 7< -3-tKndf 
i/t'yi^>'-2-*/i//}?^f-$ K (it^mm^2 7) 

( h y ^ 5^/1.) T::^ y V^ffiV^T^J 2 4 i: l^^tC U-C.:^JS<k-g-#lSrt#fc„ 

Jjjl^ : 4 5 . 0 % 

^H-NMR (CDCl 3):5 7. 4 0 ( 1 H, dd, J = 8. 4, 1. 8H 
z), 7. 46 (IH, dd, J = 8. 4, 4. 2Hz), 7. 68 ( 1 H, s). 
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8. 16 (IH, dd, J = 4. 2, 1. 2Hz), 8. 25 (2H. s), 10. 
2 4 (IH, s), 11. 4 2 (IH, s). 



^aj2 8 : N- [3, ( h y 7/U:^o ^ f^/W) -6-^np- 

2 - 1 K n dE^ W 3 - - $ K Ut^m^ 2 8 ) 

5 5mg, 1. Ommo 1 ) ^V- M ¥tiy y (5mL) 
nn-:^-dE^W>^ K^/V (1 8 4mg. 1. 1 mm o 1 ) h 7 1 Ko 7^:^ 
(5ml) Jg:?^, hyin^/WT^:/ (0. 3mL) ^JPXL. ^£-C 4 l^f^^^^ U 

i^y;«7'{^/^^P-^ h^7>'>f- (n— : i^^;iif^/U=4 : 1) t?i^ML 
T:gia^k-a-#l<D:^6®^*: (17 2. 2mg. 4 0. 7%) 

»H-NMR (DMSO-de) :5 3. 97(2H, s), 7. 29(1H, d 
d, J = 8. 1, 2. IHz), 7. 41 (IH. d, J = 8. IHz), 7. 8 
8 (IH, s), 8. 04 (IH, d. J = 2. IHz), 8. 38 (2H. s). 
10. 9 3 (IH, s). 

f!l2 9:N- [3, 5 - fx?. ( h y :7/^:^n p« 5^;V) -3-tKn^ 
iXdry^i^yi^-2-;«;/^/f?dE^-y-^ K ( jk-a-^^ft-^ 2 9 ) 
WMb\.X. 3-t KP=ari^:?ry^f-y >'-2-;«7/l^j}?i/^, S.tJ«3, 5-lf 
(hy 7/W;^-n;^^yU) T= y ^^^ffiV^T«^ 1 6 i |ll^©^f^^fTV\ i^Sfb 

I 

JR^: 2. 7% 

^H-NMR (DMSO-de): 6 7. 40-7. 45 (2H, m), 7. 69 
(IH. td, J = 8. 4, 1. 5Hz). 7. 9 0-7. 9 3 (2H, m), 8. 
41 (2H. s), 11. 64 (IH, s), 13. 02 ( 1 H. s). 
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f!l3 0 : N- (4-j^P073i-/W - 2 - t Kd ^ix- 9 H-;*;/W^y— /W- 
3 -;{;/^JJ^>1^ 5 K ({b-a-^S-t 3 0 ) 

IR^Stc : Si g m a — A 1 d r i c hit 

;^;:Jrn:/=«-K#-i-: S83846-2 

ms 1 : 2-t Kc^^i/'-N- (l--^75^/V).^VXT5 K 3 1) 

IS^TC :Maybr i dgeth 

K#-^: RDR 0 18 18 

^J3 2 : 5-:^un-2-t Kp:^ri/-N- (1— ^>XT ^ K (Ik 

•a-t»#-^3 2) 

W : 6 5 . 0 % 

'H-NMR (DMSO-dg): 8 7. 0 9 ( 1 H, d. J = 8. 7Hz), 7. 
51-7. 61 (4H. xn), 7. 85 (IH, d, J = 8. 4Hz), 7. 96 
(IH, d. J = 7. 5Hz). 7. 9 9-8. 05 (2H. m), 8. 13 (1 
H, d, J = 2. 7Hz), 10. 88 (IH, s). 12. 31 ( 1 H. s). 

^R|33 : 5-^nD-2-t Kt3=^->-N- (4-p« Y^iyTy ^ i/y_2-^ 
/V) -<:^XT$ K (lb^i^#-§-3 3) 

JlZ^ : 8 4 . 3 % 
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'H-NMR (DMSO-de): 6 3. 9 9 (3H, s), 7. 05 ( 1 H, d , 
J = 9. OHz), 7. 30 (IH, d, J = l. 5Hz), 7. 39-7. 45 
(IH, m), 7. 48-7. 54 (2H, m), 7. 83 ( 1 H. d. J = 7. 
8Hz), 8. 00 (IH, s). 8. 02 ( 1 H, d, J = 2. 4Hz). 8. 0 
9 (IH, d, J = 7. 8Hz), 10. 54 (IH, s), 11. 88 (IH, 
s). 

f!|34 ; 2-T±h^i^-5-^uti-t^- (4-;?< ^ i^^- 2 -y( 

M ^:/XT^ K (^b-g-!fe##3 4) 

W-.ntVX. h^i/-5-i^DD^S*^. 5:i>'4-^ h:3rv/- l- 

•^7^/^T$:/^fflv^^:^^I24i:l^1io^^^^m\ mmit'^!^i:mc (2-t 

•feh^i^-5-:^on^S#i&: Eur. J.Med. Chem., 1996, 3 

1 , 8 6 1. #fig)o 

JDl^ : 3 9 . 9 % 555fell#: 

'H-NMR (DMSO-da): 6 2. 23 (3H, s), 3. 9 6 (3H, s), 
7. 23 (IH, d, J = l. 2Hz), 7. 34 ( 1 H, d, J = 8. 7Hz), 

7. 40 (IH, dt, J = 8. 1, 1. 2Hz), 7. 50 ( 1 H, dt, J = 

8. 1. 1. 5Hz), 7. 67 (IH, dd. J = 8. 7, 2. 7Hz), 7. 
81 (IH, d, J = 8. 7Hz), 8. 72 ( 1 H, d, J = 3. OHz), 8. 
02 (IH, s), 8. 08 (IH, d, J = 8. 7Hz), 10. 58 (IH, 
s). 

^13 5 : 2- (5-iJ^PP-2-t Kp:^ri^^:/y-('/^) T^y-4, 5. 6, 
•g-«^»-§-3 5) 

mV(h\.X. 5-^PCif-y5^/V^, S.t;f2-T5 y-4, 5. 6. 
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1 6 tmm(Dmi^i:n\^\ mmit^^mtzo 

JtSL^ : 4 9 . 6 % 

^H-NMR (DMSO-de) : 8 1. 32 (3H, t, J = 7. 2Hz), 1. 
74 (4H. b.r), 2. 63 (2H, br), 2. 75 (2H. br), 4. 30 
(2H, q, J = 7. 2Hz). 7. 05 ( 1 H. d , J = 9. OHz), 7. 5 

0 (IH, dd, J = 8. 7, 3. OHz), 7. 92 (IH. d. J = 3. OH 
z), 12. 23 (IH, s), 13. 07 ( 1 H, s). 

^«|3 6 : 5-:/ 13^-2-1: KP^i^-N- (5 -^ai^/l'f^ 3 
M -O-Xt^ K aii-a-i^#-^3 6) 
m^tVX. 5-:/P^lMJ^>'V^x S.U?3-T?/-5-7;.i^/Wf7y'- 

/w«rffiVN-C«|l 6 i:l^^oSf^<Srm\ «gJH^b^i^^lr»fco 
J|K^ : 9. 2% 

^H-NMR (DMSO-de) ■ ^ 6. 98 (IH, d, J = 8. 8Hz), 7. 

01 (IH, s),7. 35 (IH, t, J=7. 6Hz), 7. 46 (2H, t, 
J = 7. 6Hz), 7. 58 (IH, d d, J = 8. 8, 2. 8Hz), 7. 74 
-7. 76 (2H, m), 8. 19 ( 1 H. s). 10. 86 (IH, s), 12. 
09 (IH. s), 13. 00 (IH, b r s). 

^37 : 5-:/P^-N- (4, 5 -i^^ai^/i^^^-ds^f-i/— /W- 2 -^/l^) -2- 
t Kn^i^^^-XT^ K ({b'a-ife#-^3 7) 
(1) 2-T$y-4, 5-v^:i^^/W:^^f-/— /V 

T'Pt';^--!'^' (1. 0 3g, 8. 8 7 mm o 1 ) ^r^iJ' y — ( 1 5 mL) Id 
^;5^U i^T•:^5: K (0. 7 5 g. 17. 7mmo \ )i-hV ^ J>^^h^i^ }^ il . 
21g, 17. 7mmol) mUV3. 5f^mW:W\.tio Rft^m^m^ 
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(i^^nn^tJfy : >t:?y-/u=9 : 1) '(*mm\.xmM\\^^mon^T 
^;\^7r^ (3 6 9. 2mg, 2 9. 7%) Sr#fc„ 

^H-NMR (DMSO-de): 6 1. 04 (3H, t. J = 7. SHz). 1. 
06 (3H, t, J = 7. SHz). 2. 20 (2H, q, J = 7. SHz). 2. 
43 (2H, q. J = 7. SHz). 6. 15 (2H, s). 

(2) 2-T-fe h^->-S-:/p^-N- (4, 5-v?a-f^/^;^-^1^y^— /V-2 
lg3iSFi:L-C. 2-T-fe h^^ri^-S-y^P^^S^ife. S.t)^2-T$y-4. S 

(2-T-feh:¥i^-5-:/o^^S#ife: Eu r. J.Med. Chem., 19 

9 6. 3 1. 8 6 1. ^m)o 
JR^ : 2 2 . 0 % 

'H-NMR (CDC 1^) : S 1. 22 (3H, t, J = 7. SHz), 1. 2 
3 (3H, t, J = 7. SHz), 2. 48 (2H, q. J = 7. SHz), 2. 

57 (2H, q. J = 7. SHz), 6. 96 (1 H, d. J = 8. 7Hz). 7. 

58 (IH, dd, J = 8. 7, 2. 7Hz). 8. 32 ( 1 H, s), 11. 4 
0 (IH. b r). 

(3) 5-::^n^-N- (4, 5-i^=iLf-/U:t^^y—Jl^- 2-4/1-) -2-t 
W-'^tLX^ 2-T± (4, 5 - v?3^9^/^:^-^!^1^>' 

-/I— 2-xr/v) ^i^XT5 KSrfflvNT«8j2 (2) tmm(Di^f^^n\^\ mmit 

J|X^ : 7 0. 2% 

^H-NMR (CDCI3) 6 . : 1. 2S (3H, t. J = 7. SHz). 1. 
26 (3H, t. J = 7. SHz), 2. 52 (2H. q, J = 7. SHz), 2. 
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60 (2H, q, J = 7. 5Hz), 6. 84 ( 1 H, d, J = 8. 7Hz). 7. 
43 (IH, dd, J=8. 7, 3. OHz), 8. 17 ( 1 H, d, J = 3. 0 
Hz), 11. 35 (IH, br), 12. 83 (IH, br). 

^3 8 : 5-^P*-N- (4, 5 /W- 2 ->f /W) -2 
-t Kndri<^^yXT$ K «b^tf#-§-3 8) 

-4, 5-i?7ji=/W;r^1>-:/-/U: Z h. O r g. Kh i m., 1 9 8 0, 1 6. 
2 185. #M)o 
flX^: 3 2. 6%^ 
ili^ : 1 8 8~ 1 8 9t: 

'H-NMR (DMSO-de. fi):6. 98 (IH. d, J = 8. 7Hz), 7. 
40-7. 49 (6H, m). 7. 5 3-7. 5 6 (2H, m), 7. 59-7. 
63 (3H, m), 8. '01 (IH, d. J = 2. 4Hz), 11. 80 (2H, 
b r s). 

msB : 5-:>'P*-N- [4, 5-^:^ (7 7 2 ->r /I') ^*f->^— yv- 
2 -'f yw] - 2 - 1 Kn :^i/^yXT 5: K {it^mm^3 9 ) 
(1) 2-T$y-4, 5-f;^ (7 7^^- 2-'!' /I') :rdrf->/-/V 
-7X1^^(0. 5 0g, 2. 6 0mmo 1) ^3^;?y— (1 5ml) f;:^;^^ 
U ->Ti-^ K (2 1 8. 8mg, 5. 2 0mino 1). ':^^y f^J^^ih^i^h* (5 
30. 8mg, 7. 80mmol) i:M:^, mm.'C2mm^W\^fto BLft^m-km 

(17 5. Omg, 3 1. 1%) ^#fc„ 
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'H-NMR (DMSO-dg) : 8 6. 59 (1H, dd, J = 3. 3, 2. 
IHz), 6. 62 (IH, dd, J = 3. 3. 2. IHz), 6. 73 ( 1 H, 
dd, J = 3. 3. 0. 6Hz), 6. 80 (IH, dd, J = 3. 3, 0. 9H 
z), 7. 05 (2H, s), 7. 7 5-7. 7 6 (2H, m). 

(2) 5-:^o^-N- [4, (77>'-2->f/V) :^-^f->^— /P- 2 

fc, 

W : 1 2 . 9 % 

'H-NMR (DMSO-dg) :S 6. 65 (IH.dd, J = 3. 6, 1. 
8Hz), 6. 68 (IH, dd, J = 3. 6, 1. 8Hz), 6. 75 ( 1 H, 
d, J = 8, 7Hz), 6, 92 (IH, dd, J = 3. 6, 0. 9Hz), 6. 
93 (IH, d, J = 3. 3Hz), 7. 37 (IH. dd. J = 8. 7. 2. 7 
Hz). 7. 80 (IH, dd, J = l. 8, 0. 9Hz), 7. 84 ( 1 H, d 
d, J = l. 8, 0. 9Hz), 7. 92 (IH, d, J = 3. OHz), 14. 
8 8 (2H, b r). 

f!|4 0 : 2-k Kn;^ri/-N-5- [(MJ ^/I'^t-apt^^/V-) - 1, 3, A-^T 
VT V-iV- 2-^/\^2 -<^^XT $ K (^b-g-<fe#-§- 4 0) 

(1) 2-T±h^i^-N-5- i(hV7A^:i-n;^'^/l^) -1, 3, 4-f^Ti? 
T>^— /V'- 2 --f/V] ^VXT ^ K 

yjV:^xx:^^}V) -1, 3, A-^T'yrV—)V^^\^xm2 (1) \iW^(r>%, 
IR^ : 5 1 . 1 % 
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'H-NMR (DMSO-de. S): 2. 23 (3H. s), 7. 32 ( 1 H, d 
d. J = 8. 0, 1. 2Hz),7. 45 ( 1 H. t d, J = 7. 6, 1. 2Hz), 

7. 69 (IH, td, J = 8. 0, 2. OHz), 7. 87 ( 1 H, d d, J = 

8. 0, 2. OHz), 13. 75 ( 1 H. brs). 

(2) 2-t Ko^e^-N-5- [(hy 7/1^:^-0 -1. 3, A-^T'J 

i^3|SFtLT. 2-T-fe h^'ri^-N-S- [(MJ77U:fn^5^/V) - 1, 3, 4 
-5"Ti^T>/-/l/-2->r/w] ^i^XT^ K^ffiV^T^3I2 (2) tl^^OjIfef^Sr 

M : 9 2. 9% 

'H-NMR (DMSO-dg): 5 7. 00 (IH, td, J = 8. 0. 0. 
8Hz),7. 06 (IH, d. J = 8. 4Hz), 7. 51 (IH, d d d. J 
= 8. 4, 7. 6, 2. OHz), 7. 92 ( 1 H, d d, J = 8. 0, 1. 6H 
z), 12.16 (IH, b r). 

^?i|4 1 : 5-:^P*-2-k Kn^i^-N- [5- ( h !) pt^^/V) -l, 

3, 4-5^Tt^T)/-/l'-2— f/V] ^^^XT5K {.^-^m^^AX) 

UVcbX^Xs 5-:/p^f-y^/l^, ^bt52-T^/-5- (hy7/l^:^-p^ 
f^/u) -1, 3, 4-f^Tv'Ty-y^^ffi^^TMl 6 i:I^^©i^f^^^fv^. 

HZ^: 8 0; 2% 

'H-NMR (DMSO-de) : 6 7. 0 1 (IH, d, J = 9. OHz), 7. 
63 (IH, dd, J = 8. 7, 2. 7Hz), 7. 97 ( 1 H, d, J = 2. 4 
Hz). 

^!l4 2 : 5-:i^PD-N- ( 2 - ^ P n f y 4 --<7W) -2-t Ka^S-' 
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JlZ^ : 1 2. 2% 

'H-NMR (DMSO-de) :« 7. 04 (IH, d,J = 9. OHz). 7. 
49 (IH, dd, J = 9. 0, 3. OHz), 7. 54 (1 H, d. J = 8. 4 
Hz), 7. 88 (IH, d, J = 2. 7Hz), 8. 21 (IH. dd, J = 8. 
7. 2. 7Hz), 8. 74 ( 1 H, d, J = 2, 7Hz), 10. 62 ( 1 H, 
s). 11. 5 7 (IH, s). 

^?i|4 3 : 5-:^nn-N- (6-^on-4-;?« h^->fy ^i^:/-2-^/W) 
- 2 - 1 K o V'^>'^^ ^ K (.it^<^^-^ 4 3 ) 
Jli^iUT. 5-:^nPlMJ^>^^, ^tJ?2-T$y-6-:J^nn-4-;;( h 

1|K3^: 2. 2%. 

'H-NMR (DMSO-de) :5 3. 86 (3H, s), 6. 85(1 H, s), 
7. 01 (IH, d, J = 9. OHz), 7. 47 ( 1 H, d d, J = 9. 0, 3. 
OHz), 7. 81 (IH, d, J = 3. OHz). 11. 08 (IH, s), 11. 
65 (IH, s). 

M4 4 : 2-T'fe hari^-5-^Pt3-N- (-T /W- 2 --f/W) ^:^X7' 

J|X^ : 1 3 . 3 % 

^H-NMR (DMSO-dfl) : 8 2. 20 (3H, s), 6. 41 (IH, t, 
J = 2. IHz), 7. 2 7-7. 3 6 (4H, m), 7. 63 (IH, d d, J 

189 



wo 02/49632 PCT/JPO 1/1 1084 

= 8. 7, 2. 7Hz), 7. 74 (IH, d. J = 2. 7Hz), 7. 93 (1 
H, s). 10. 21 (IH. s), 11, 04 (IH, s). 

iRl4 5 : 7 - C(2-T-fe h^t^^:y'7-< T^y] >' K— /W- 3 -i^/l'^a?:^ 
g| ('ffe;'a-*^#-f-4 5) 

B^5c rPeakda 1 e^h 
;«?^p^3-K#-§-: PFC-044 8 

«aj4 6 : 5-:i'np-2-t Kci=^rv^-N- (^¥7 ]}>-3--<M ^:^XT$ 
4. 3% 

^H-NMR (DMSO-dg) : S 7. 07 (IH, d. J = 8. 7Hz), 7. 
51 (IH, dd, J = 9. 0, 3. GHz), 7. 61 ( 1 H, dt, J = 7. 
8, 1. 2Hz), 7. 70 (IH, dt, J = 7. 8, 1. 5Hz), 7. 98 
(2H, d, J = 3. OHz), 8. 01 (IH, s), 8. 82 (IH, d, J 
= 2. 4Hz), 10, 80 (IH, s), 11. 74 (IH, s). 

^SJ4 7 : N- (9-^^/V;it?/W<>/— — I'/V) -5-r:J'np-2-tFn 

/^^ffiv^T^?lJl 6 ti^^<D^f^^fTV^. mmit^m^mc. 

W : 6 4 . 6 % 

^H-NMR (DMSO-de) : S 1. 33 (3 H, t, J = 7, OHz), 4. 
46 (2H, q, J = 7. OHz), 7. 04 (IH, d, J = 9, OHz), 7, 
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21 (IH, t, J = 7, 3Hz), 7. 45-7. 52 (2H, m). 7. 64 
-7. 65 (2H. m), 7. 70 (IH, d, J = 8. 4, 1. 9Hz). 8. 
11-8. 15 (2H. m). 8. 49 (iH, d, J = l. 9Hz). 10. 5 
5 (IH, s), 12. 2 2 (IH, s). 

m4 8 : 2-7±h^-^- [3, 5-t*;^ ( h JJ 7/V:i-n 73i=.yl/] ^ 
i^XT^ K ('fb^»-i-9 5) 

:*-p^5"/v) T^y>'^^vNT^j2 (1) tmm(D^f^t:n^\ mmit-tm^m 

fco 

JR^ : 8 4 . 2 % 

^H-NMR (DMSO-dg) :5 2. 36(3H. s). 7. 19(1H. d 
d, J = 8. 0, 1. 2Hz), 7. 39 ( 1 H, td, J = 7. 6, 1. 2Hz), 

7. 57 (IH, ddd, J = 8. 0, 7. 6, 1. 6Hz), 7. 65 ( 1 H, 
s). 7. 83 (IH, dd, J = 8. 0, 1. 6Hz), 8. 11 (2H, s), 

8. 3 1 (IH, s). 

9 : N- [3, 5-\f7. ( h y -2-t Vn^ 



i>'-<>'XT^ K (^k-g-ife#^4 8) 

/V] -o'Xt^ K^ffiv^r^?!l2 (2) ^i^^omf^^irm\ :gS{b-a^^#fc„ 

JR^ : 4 5 . 1 % 

^H-NMR (DMSO-dg) : 5 6. 9 6-7.02 (2H, in), 7. 45 
(IH, ddd, J = 8. 0, 7. 2, 1. 6Hz), 7. 81 (1 H, s), 7. 
87 (IH, d d. J = 8. 0, 1. 6Hz), 8. 46 (2H, s), 10. 8 
0 (IH, s), 11.26 (IH, s). 
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«»|50:N- [3, 5-1^:^ ( h y 7/W:^-p p< -5-7/U:t-o 
-2-t Kd=^v'^>XT^ K «b^!fe#-§-4 9) 

/w) T=.vy^m\^'xmi6 tmm(o^j/^^n\r\ mmit^^^^mto 

IR^: 5 8. 7% 

^H-NMR (DMSO-de) : 8 7. 04 (IH. ddd, J = 9. 0, 4. 
5, 1. 2Hz). 7. 3 0-7. 3 7 (IH. m), 7. 66 (IH. ddd, 
J = 9. 0, 3. 3, 1. 2Hz), 7. 84 ( 1 H, s), 8. 46 (2H. s), 

10. 85 (IH, s), 11. 21 (IH, brs). 

^^5 1:N- [3, (MJ7/W;tDp«5^/U) 
2 - 1 K n i/-<^^ XT 5 K ({k-a-i^«# 5 0 ) 

y ^'SrfflvNTM 1 6 ^ mU(omf^^m\ ■ ^m^t^^^'^ito 

M : 8 5. 5% 

^H-NMR (DMSO-dg): 8 7. 0 5 (1 H, d, J = 8. 7Hz), 7. 
49 (IH, dd. J = 8. 7, 2. 7Hz), 7. 85 ( 1 H. s). 7. 87 
(IH, d. J = 2. 7Hz), 8. 45 (2H, s), 10. 85 ( 1 H. s). 

11. 3 9 (IH. s). 

^J5 2:N- [3, 5-t*;^ (hy^/W^^-opt^/U) -5-:/p^- 
2 - 1 K o ^ i^-<i^XT 5 K (.it^^m^ 5 1 ) 
mntVXs 5-:/n^i-Vi'/m. RXJ^S. 5-t*;^ (by >^/V::^-o^f^;V) 

T=y ^^^^VN-c^sj 1 6 i:i^^<z)^f^^tTV\ i^lifb-a-ti^^fc, 

J|X^ : 8 8 . 5 % 

^H-NMR (DMSO-de) -8 6. 9 8 ( 1 H, d, J = 8. SHz), 7. 
59 (IH. dd, J = 8. 8, 2. 8Hz), 7. 83 ( 1 H, s), 7. 98 
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(IH, d. J = 2. 8Hz), 8. 43 (2H, s), 10. 82 (IH, s). 
11.37 (IH, s). 

msS'.hl- [3, ihV y a^=.;\y] -2-tKn=^' 

i/- 5 - 3 - K^^'XT ^ K «k^i^#-§- 5 2 ) 

J|Z^ : 6 2. 2% 

'H-NMR (DMSO-de) '8 6. 86 (IH, d, J = 8. 4Hz), 7. 
74 (IH, dd, J = 8. 7, 2. 4Hz), 7. 84 (IH, s), 8. 13 
(IH. d. J = 2. IHz), 8. 84 (2H, s), 10. 82 (IH, s), 
1 1. 4 1 (IH, s). 

fiRj5 4 : N- [3, {h)) y y z^:=.;V] 

e^- 5 h P^i^XT ^ K (ftJ^#J#-^ 5 3 ) 
WMtX^X. 5-- hpf-y ^^/w®?, S-TJ^S, S-f;?^ (hy 

JR^: 5 7. 2% 

*H-NMR (DMSO-de) : « 7. 1 8 (IH, d, J = 9. OHz), 7. 

86 (IH, s), 8. 31 (IH, dd, J = 9. 0, 3. OHz), 8. 45 

(2H, s), 8. 70 (IH, d, J = 3. OHz), 11. 12 (IH, s). 

M5 5 : N- [3, 5-lfX ( 7/l/:^-npi^/U) :7ai=/V] -5-e^Ty- 
2-t KP=^'>-«i^XT$ K (^b-a-t»##5 4) 

mMt\.X. 5-iXT/f-y ^/ui^, RTJ^S, 5-f;^ (h y 7;W;tPp«^/i^) 
7=^y:/Srffiv^r^l 6i:[^«o|S^f^^m\ «S{b^ifeSr#;fco 
iR^:"l6. 6% 
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^H-NMR (DMSO-de) : S 7.15 (IH. d. J = 8. 7 Hz), 7. 
85 (IH. s), 7. 86 (IH, dd, J = 8. 7. 2. IHz). 8. 22 
(IH, d, J = 2. 4Hz), 8. 43 (2H. s). 10. 93 (IH, s). 
12.00 (IH, b r s). 

«aj5 6:N- [3. 5-f^ ( h y 7/W;ro>«^/W) -2-tKo^ 

T= y ^^Sr^^^T^aJ 1 6 il^^<^^f^^ev\ ^Jl<b-^#!^#fc„ 

W : 5 4. 9% 

^H-NMR (DMSO-de): 6 6. 92 (IH, d, J = 8. 7Hz). 7. 
28 (IH, dd, J = 8. 7, 1. 8Hz), 7. 71 ( 1 H. d, J = l. 8 
Hz), 7. 82 (IH. s), 8. 47 (2H, s), 10. 80 (IH, s), 
11. 14 (IH, s). 

M5 7:N- [3, 5-t*7^ ^) ^ fViru y :^:=.fV\ -5- (1, 1 

-i^;^ f^/W) 2 - 1 Kn ^i/^^yXT ? K ('fb^tJS-^ 5 6 ) 

mP(h\.X. 5- [(1, \-=i^:f-^f^).=^^jV\^')'f-tVm.^-BLXi^Z, 5-lf 
7. (by 7/P;^-np«^/w) T=y >'S^^V^-C^a|l 6i:I^^OSN^<£:tTV\ ^^JS^t; 

W : 5 3. 8% 

'H-NMR (DMSO-de): 6 . 1. 30 (9H, s), 6. 96 (IH, d, 
J = 8. 7Hz). 7. 50 (IH, dd, J = 8. 7, 2. 4Hz), 7. 82 
(IH, d. J = 2. 4Hz), 7. 83 ( 1 H, s), 8. 46 (2H, s), 1 
0. 8 0 (IH, s) 11. 12 (IH, s). 

«^!|5 8 : 5-T-fe5^/W-N- [3, 5-lf;^ ( h y 7/1^:^0 ^/W) 7^1 n/W] 
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- 2 - 1 Kd if £x^>XT ^ K ('fb-^«fe#-f - 7 8 ) 

(1) 5-T-fe^;u-2-^yv?;w:^-^v^S§®? :^^)Vs.7.=rjv 
5-T-fe5^/HM;9^/U^ i^'1-)V^7.'T)V 5 9g, 7 0mmol).^ 

^-i^^/l-l/o* K(17. 96g, 105 mm o \ )^^^%^) (1 9, 3 5 g, 

1 4 Ommo 1)> ;^ f^/W^i^/U^Jr b (3 5 OmL) (O^'^m^^^WsmW^ 

y:/Dl^/W3i-x/U;5^6>SjgfiLT. (1 4. 2 0g, 7 

1. 4%) Sr#yho 

'H-NMR (CDC 1 3) : 5 2. 5 8 (3H, s), 3. 9 3 (3H, s). 
5. 27 (2H, s). 7. 07 (1 H, d. J=8. 7Hz), 7. 26-7. 
43 (3H, m), 7. 4 7-7. 5 0 (2H. m), 8. 07 ( 1 H, d d, J 
= 8. 7. 2. 4H2), 8. 44 (IH, d. J = 2. 4Hz). 

(2) 5-T±^/U-2-^-yiP/\^:i-^iy^B^m 
5-T±'f-;V'—2-^>iyju:t^iy^B^^Wt (5. 6 9g, 

2 Ommo 1) ^/—/W (2 OmL)^ (2 OmL) <0% 

^mm\mm\^. 2%'^imit'rv])^j>. (nmD ^mr\.. snmw^x. 

}f;V3^-T;\^X-mW\^X. Wm\t^m(DB'^mW (4. 9 2g, 9 1, 0%) ^ 

^H-NMR (DMSO-de) : 5 2.5 5 (3H. s). 5.3 2 (2H, s). 
7. 30-7. 4 3 (4H, m), 7. 4 9-7. 5 2 (2H, m), 8. 09 (1 
H. dd, J = 9. 0. 2. 7Hz), 8. 22 (IH. d, J = 2. 4Hz). 

(3) 5-T-fe5^/U-2-^:^i?/l';^=¥S^-N- [3, 5-lf:^ ( h y 
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^(ou^m^mi^ is. 4 7 g. 6 3. 1 %) ^mito 

'H-NMR (DMSO-de) : 6 2. 5 7 (3H. s). 7.11 ( 1 H. d, 
J = 8. 7Hz), 7. 86 (IH, s), 8. 05 ( 1 H, dd, J = 8. 4. 
2. IHz), 8. 44 (IH, d. J = 2. IHz), 8. 47 (2H. s), 1 
0. 96 (IH, s), 11. 97 (IH, brs). 

(4) S-T^i^/U-N- [3, 5-\f7. (hy - 

5-T±^/U-2-^yi^;U:t^'^-N- [3, 5-f;< {Y)) y ;V:tn /f- 
/V) ^;/XT$ K (6 0 2mg, 1. 25mmol), 5%^-«7v^'>A 

(6 Omg) tC^^/— (6inL), X h7t Ko77:^ (7 2mL) ^iD 

n '=¥-9-i/-i^m:3z5^/U;6-bS,^^UT.i^M<b-^i^OSfe®^*:(2 3 Omg, 

4 7. 0%) <Sr#fco 

'H-NMR (DMSO-de) : S 2.5 9 (3H, s), 5.3 5 (2H, s), 
7. 3 2-7, 36 (3H, m), 7. 43 (IH, d, J = 8. 7Hz), 7. 
52-7. 5 5 (2H, m), 7. 82 ( 1 H, s), 8. 16 ( 1 H, dd. J 
= 8. 7, 2. 4Hz), 8. 25 ( 1 H, d, J = 2. 4Hz), 8. 31 (2 
H, s), 10. 8 9 (IH, s). 

«»I5 9 : N- [3, 5-br;^ ( h y 7/U:tP p^f^/l^) 7a.=./U] -2-t Kd^ 
v'-5- (1-t Kn^i^^f^yu) -<^XT^ K ({k-g^^JS-f- 5 7) 

5-T-fe5^>'l'-N- [3, 5-^;^ (h y 7/W;^p;?{5^/l/) ^ai^yV'] -2- 
k Kn:^i^^:^XT^ F (5 0. 5mg, 0. 13mmol) (2 
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mL) ^C^^SU ^mit^^mi-hV^J^ (23. 6mg. 0. 6 2mmol) 

xmmit^m(oB^'jf^m (39. 7mg. ts. 3%) <£r4§feo 

^H-NMR (DMSO-de) :« 1. 34 (3H, d, J = 6. 3Hz), 4. 
71 (IH, q, J==6. 3Hz). 5. 18 ( 1 H, brs). 6. 97 ( 1 H. 
d, J = 8. 4Hz). 7. 44 ( 1 H, dd, J = 8. 4. 2. IHz), 7. 
84 (IH, s), 7. 86 (IH. d, J = 2. IHz), 8. 48 (2H. s). 
1 0. 8 5 (IH, s), 11. 3 2 (IH. s). 

^J6 0 : N- [3, 5 -if 7. (^V ^) y jVirn -2-fc Kci^ 

i/- 5 - [( 1 - ^ h ^ W ^ / ) ^i^XT 5 K (-fb^ife*-^ 5 8 ) 

5-T-fe5^/U-N- [3. ( h y 77l^;rpp<^/U) 7 -2- 

t Kn:^i^^>'XT$ K (1 0 0. Omg, 0. 2 6mmo 1 ) ^ic^y-zl^ (3 
mL) {C^^^L. i/:/ (4 5 /i 1 , 0. 5 6mmo 1 C>-p«^7Ufc Kn^r 
i^/UT ^ ^m^lS ( 2 5 . 8mg, 0. 3 1 mm o 1 ) 5^^IB;t^ 1 I^F^Mi^ 

a56^->y:«7-5^/U:J^a^ h:J^7 7W- (^^i^>' : ifi^:ii^/U= 4 : 1) T*Jf»^ 
LT:^JH<b^'^<oefe^^ (10 2. Img. 9 5. 3%) 
^H-NMR (DMSO-de) : 6 2. 1 9 (3H, s), 3.9 1 (3H, s), 
7. 05 (IH, d, J = 8. 7Hz),7. 77 (IH, dd, J = 8. 7, 2. 
4Hz), 7. 85 (IH, s), 8. 09 (IH. d, J = 2. 4Hz), 8. 4 
7 (2H, s), 10. 87 (IH, s), 11. 48 (IH, s). 

0!l6 1 : 5 - [(l-'<>v?/V:^-dS^>'>f * /) -N- [3, (h 
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V y/l^:tn^ ^/w) ya^=i/U] - 2 - 1 Kn :^->^>'XT $ K (-fb^S-^ 5 9 ) 
m^tLX, 5-T-fef"/U-N- [3, 5-\f7. (M;7/W:tPp<^/U) 7s. 

7 9. 9% 

^H-NMR (DMSO-de) : 5 2. 2 4 (3H, s). 5. 2 0 (2H. s). 
7. 04 (IH. d. J = 8. 7H2), 7. 2 9-7. 47 (5H. m), 7. 
76 (IH, dd, J = 8. 7, 2. 4Hz), 7. 85 ( 1 H, s), 8. 07 
(IH, d, J = 2. IHz), 8. 46 (2H, s), 10. 87 ( 1 H, s), 
1 1. 4 7 (IH, s). 

^J6 2:N- [3, 5-\fy^ (h V 7 /i^:tu ^ ^/U) :7ai=/U] -5- (2, 2 
-i>i^7 / ^"r^- 1 --^ M -2-fc KP=¥i^^i/XT$ K «b^#-^6 0) 

( 1 ) 5 - ( 2 . 2 -':;?t^T/ 1 -^r/l') -2-fc Kn v^S#a^ 
•rpy = M;/V(132mg, 2mmo 1 ) ir^^^J^/U (6mL) {C^fifb^ 

5 -:^/U 5 /Vf- y 5^/1.^ ( 3 3 2 m g , 2 mm o 1 ) ^M^. 7k?&-e?^4|J bfc^, 
^l^iy/UTS.:^ (0. ImL) <lr;!JDx.> ^ia-C2^ra^i^Lfc„ ^mUfcHfe^ 
fiSr6«lb. (ai^/wu) UX^M^b^#><^gl5llfe@{t: (13 9. 9m 

g. 3 2. 7%) ^mtco 

^H-NMR (DMSO-de) : 5 7. 12(1H, d, J = 8. 7Hz), 8. 
09 (IH, dd, J = 8. 7. 2. 4Hz), 8. 41 ( 1 H. s), 8. 50 
(IH, d, J = 2. 4Hz). 

(2) N- [3, 5-lf;^ ihVy/\^:i-n;^f-;U) y -5- (2, 2- 
i^v-Ty ni-T^^x- 1 — ('/p) - 2-t Ko^->-<^^XT5 K 

mJ|S|•iL■C^ 5- (2. 2-i^C/T/aix:^-l-^/W) - 2-fc Ko^^^S^^ • 
2Stt;53. 5-tr;^ (hVy/i^:tn^^jU) T = y V^ffiVNX^SJ 1 6 t PI 
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HX^ : 9. 1% 

^H-NMR (DMSO-de) : 8 7. 13 (IH, d, J = 9. OHz), 7. 
83 (IH. s). 8. 04 (IH, d d. J = 9. 0, 2. 4Hz). 8. 36 
(IH, s). 8. 38 (IH. d, J = 2. 4Hz). 8. 43 (2H, s). 1 
1. 43 (IH, s). 

m6 3 :3 - ({N- [3, ( h U p{ 5^/^) 7 :fy/w<^ 

'&ife#-^6 2) 

(1) 5- [(2-i^Ty-2-^ Yi>^%/^)\.if^=^)V) aL=Tl^- 1 — f/U] - 2- 

5-Jj^/l'5/UlM;'f-/l'i^ (3 3 2mg. 2mmo 1)^ -^T JW^^^f\^^7.'r 
/Kl 98mg, 2mmo l),g^Sfe(6mL) (^jS-g-^HJl 3if^/WT$ (0 . 
2ml) ^in:t. S^KMJSiiDtlfeo ^W^. ^i^iS'^#>^7K(-*)ft. ^fffflb 
fc^rH^5^U. (n-^:Sr1^>') Lt^M'fb-a'ifeOgf^MfeH^^ (3 2 7. 

7ing, 6 6. 3%) ^#fc„ 

*H-NMR (DMSO-de) « 3 . 8 5 (3 H. s ), 7 . 1 5 ( 1 H, d , 
J = 8. 7Hz), 8. 20 (IH, dd, J = 8. 7, 2. 4Hz). 8. 37 
(IH, s), 8, 66 (IH, d, J = 2. 4Hz). 

(2) 3- ({N- [3, ( h y 7/W:^-n ^ 5^/V) ^aic^/^] */W-?*^ 
^} - 4 - 1 Kp ^i^^jc^/P) - 2 -5^T/ T:^ y /VH 'f-)V3L7.=rtV 

i^^a^b-C. 5- [(2-v'Ty-2-p< h=^rv'*7V3j?^/l')a^x^-l— T/U] 

6 6. 3% 
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'H-NMR (DMSO-dfl) : 6 3.8 5 (3H, s), 7.15 (IH. d, 
J = 8. 7Hz), 8. 20 (IH, dd, J=8. 7, 2. 4Hz), 8. 37 
(IH, s), 8. 66 (IH, d, J = 2. 4H2). 

me 4: 3 - ({N- [3, 5-lf;^ ih V y^^z^jV] */W^^ 

^/W -4-t KDdfi^^a^/U) -2-5^T/T^JJ/WSI ({b'a'lfe#^6 1) 
3- ({N- [3. 5-lf;^ (hV7A^:tx3:^'^/v) */w^^-r/W 

-4 - t KD^i^7a::=/U) - 2 - i/'T 7 T y /U^? x/W ( 5 0 m 

g, 0. llmmol) (5mL) {C^^U 2^;t7KK^b:^ h ^ 

IJ^A (0. llmi; 0. 22mmo 1) ^M^s ^mX'3f^mW:WV1to Rft- 

^^/i^) \.xmm^^!^<Dmn^mi^ (13. smg. 30. 4%) ^ntz^ 

'H-NMR (DMSO-de) - ^ 7. 12 (IH, d, J = 8. 4H2), 7. 
84 (IH, s), 7. 94 (IH, dd, J = 8. 4, 2. IHz), 8. 38 
(IH, d, J = 2. IHz). 8. 45 (2H, s), 9. 87 ( 1 H, s). 1 
1. 4 1 (IH, s). 

M6 5 : N- [3, 5-\f7. ( h JJ 77U:^n^f^/U) ^m^/W] -2-t Kp^ 
e^-5- (2-:7ai:^/l'nix:/-l— T/U) ^:/XT5K iit^<^m^6 3) 

N- [3, 5-tr;^ (hy :7/U;tPp«f'/W) 7^=/^] -2-tKn=¥v^-5 
-3-K^>'XT$ K (4 7 Smg, 1 mm o 1 )> ( 1 3 0 m g , 1. 

2 5mmol), l> A ( 4 . Smg, 0, 02mmol). h y (^ 

/I'h- hy/U) (1 2. 2mg, 0. 0 4 mm o 1 )x S^-Y y:/n f 

>' (3 8 Smg, 3mmo 1 N, N- v?p« ^'/I'JJ^/^AT $ K (2mL) © 
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A^n^h^7 7W— (^^f-V->r yi/Pl^/l'Jt— 7^/1^ : 2/l->l/l) 
l^jKUT^^S^k-a-'^OgftllfeHft: (17 3mg, 3 8. 3%) Sr#fco 
^H-NMR (DMSO-de) :6 7. 04 (IH, d. J = 8. 4Hz), 7. 
20-7. 2 9 (3H, m). 7. 38 (2H, t, J = 7. 5Hz), 7. 59 
(2H, d, J = 7. 5Hz). 7. 72 ( 1 H, dd, J = 8. 4. 2. IHz), 
7. 86 (IH, s), 8. 07 ( 1 H, d, J = 2. IHz), 8. 49 (2H, 
s), 10. 89 (IH. s), 11. 33 (IH, brs). 

^J6 6 :N- [3, ( h y 7/U;rn p« f^/W) -2-\i}^u^ 

5 - i( M; p« ^/l/'>y /U) a:f^=/i.3 ^^XT $ K (-fk-g^'feS-i- 6 6 ) 
N- [3, (hy 77U:^ap<^/l') - 2 - 1 Kp dj-ix- 5 

-S- K^;xXT5; K (9 5 Omg, 2mmol), h y f^/V^X y /UT-fe5^ W:/ 
(24 6mg, 2. 5mmo 1) ^hyoi^/VT^i/ (2mL) RTJ^N, N-i;? 
;^f^/WJi^yPAT$ K (4mL) tc^«IU T/W='V#ffl^Tl::7^ (hy 
'7aL=^/U7i^7.y4l^)y<yi^^J^i2 3mg, 0. 0 2 mm o 1 S^ik^— IS (4 
mg, 0. 0 2mmol) ^mMh. ^V^T' 4 O'er- 2^^^#Lfc„ Kf&^S-a- 
'^^^^a^-eJ^^^^. i^m^f"/^ (lOOmL) &t;i^^^3i>'^ (lOOm 

^jt<Sri^y;«7y/l':^/yA:J'P-^hir7 7W'-(n-^=ari^y:@^^a:5^/U=l 9 : 
<DJ^-&^^ (2 8 6mg, 3 2. 1%) «r#fco 

^H-NMR (DMSO-dg): 5 0. 2 3 (9H, s), 7. 00 ( 1 H, d, 
J = 8. 7H2). 7. 54 (IH, dd. J = 8. 7. 2. 4Hz). 7. 85 
(IH. s). 7. 98 (IH, d, J = 2. IHz), 8. 46 (2H. s), 1 
0. 8 6 (IH, s), 11.69 (IH, s). 
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me? :N- [3. ( M; 7/W:rD^^yU) -S-acf^^/p 

- 2 - 1 Kp ^i^'<>'Xr $ K ({k^'felS-i- 6 4 ) 

N- [3. ( h y 7/W;^pX'^/U) -2-tKn:¥v'-5 

- [(hy^f-ZWi^y^W) ^:/XT^ K (2 3 3mg. 0. 5mmol) 

(imL) tJ:^/S?b2M^7km^k-^-hy -^ix (ImL) 

<DKefe^S (6 7mg, 3 5. 9%) ^#fc„ 

^H-NMR (DMSO-de) : 5 4.11 (IH, s). 7. 0 2 (IH. d. 
J = 8. 4Hz), 7. 55 (IH. d d, J = 8. 4, 2. IHz), 7. 85 
(IH, s), 7. 98 (IJ, d, J = 2. IHz), 8. 46 (2H. s), 8. 
46 (2H. s). 10. 86 ( 1 H. s). 11. 62 ( 1 H, s). 

fil6 8:N- [3, 5-lf;^ ( hlJ 7;U;^-P7«5^/V) -2-fcKp:3S^ 
i^-5- (7 3i=/Wa^5"=7U) ^i^Xr$ K ('fb-g^tl#-^6 5) 

ii)|S|-iLXx N- [3, 5-lf;^ (hy 7/W:^P^5^yW) -2-k 
KP^'>-5-3-K-OXr5 h% S.t57al=/^7'■fe^UV^^V^T^J6 6 

*H-NMR (DMSO-de) ' S 7. 06 (IH, d, J = 8. 4Hz), 7. 
4 2-7. 46 (3H, m), 7. 5 3-7. 5 7 (2H, m). 7. 64 (IH, 
dd. J = 8. 7, 2. IHz), 7. 86 (IH, s), 8. 06 ( 1 H, d, 
J = 2. IHz), 8. 48 (2H, s), 10. 94 (IH, s). 11. 64 (1 
H, b r s). 

«iy6 9:N- [3, 5-\f:^ (h V y/\^:^n yti'/U) -4-fcKP=^ 
J^lf73:=7^-3-:*/^3i?:¥1^^ K 7) 
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N- [3. (by 7/U;^Pp«^/U) -2-t KP=?E^i^-5 

-g-K^^'XT^ K (2 0 Omg. 0. 4 2mmol), ^1. 2--J;< h^i^ 
y (3mL) ir^^b. r/W=i'>'#ffl^TtCx h7^;< (hy^ccCi/PJ}^;^ 
/^°7v?':'A (1 6mg, 0. 00 1 4mmo 1) ^^AOU, 
M^#Lfco ^^CV^•T?v't KcdE-i^73i=./U;}?9i^ (5 7mg, 0. 4 7tomol) 
RXJ^iumSfi-hV^J^ (1. 3mL) ^ISinU ^fe^^•t?2NFmDfSiS^fEL:fc, 

g^g|3i^;U=6 : l-*3 : 1) -r^mmVXmmit^mo^^^Mt (10 9mg. 
6 1. 1%) *#fco 

^H-NMR (DMSO-de) :6 7. 12(1H. d, J = 8.7Hz), 7. 
3 3-7. 3 8 (IH, m). 7. 48 (2H, t, J = 7. 5Hz). 7. 67 
-7. 70 (2H, m). 7. 79 (IH, dd. J = 8. 4, 2, 4Hz), 7. 
87 (IH. s). 8. 17 (IH. d. J = 2. 4Hz), 8. 49 (2H, s), 
10. 9 2 (IH. s), 11. 4 1 (IH, s). 

m7 0:N- [3, 5-\f7^ (M; 7/V:^opJ^/lx) ^aic:^/^] 
(2-7^:^^/1') ^:^XT^ K (-fk-a^S-i-e 8) 
MJ^arLT. N- [3. ( 7;W:^-a ^ f^/W :7^ri/w] -2-t 

Ka:^ri/-5- (7a:=/Ua^9^=/P) -<:/XT ^ K<£rffiV^T^»J 5 8 (4) 

JR^: 8 6. 2% 

*H-NMR (DMSO-de) : 8 2. 8 8 (4 H. s ), 6. 9 3 ( 1 H, d, 
J = 8. IHz), 7. 15-7. 34 (6H, m), 7. 76 (IH, d, J = 
2. 4Hz), 7. 84 (IH, s). 8. 47 (2H. s), 10. 79 (IH, 
s), 11. 1 5 (IH, s). 
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^J7 1:N- [3, (hy7;U;^D^f^/V) 73i=/u3 -a-tKo^r 

i^- 5 - ( h y ^>XT 5 K iit^m^"^ 6 9 ) 

^M<b-&<^S:#fc ( 2 - 1 Kn df^i^- 5 - ( h y p p« f^/W) : C 

hem. Pharm. Bull, 199 6. 4 4, 73 4. 
ItJl^ : 4 4 . 7 % 

^H-NMR (CDC 1 3, 6) : 7. 17 (IH. d. J = 9. OHz) 7. 7 

2-7. 75 (2H, m), 7. 8 6 • ( 1 H, s), 8. 17 (2H, s), 8. 3 
5 (IH, s) 11. 8 8 (IH. s). 

^»J7 2:N- [3, S-lf;^ ( h y :7/U;^n ;>{ f^/W-) :7:ii;^7U] - 2-t KP=Sr 

3, ( h y :7/W:;^Dp{f^;U) Tc=^ y :/^ffiV^T^il 1 6 i |^1t(D^f^^tT 

^:Chem. Pharm. Bull, 1996, 44, 734. #fig)o 
: 6 5 . 7 % 

^H-NMR (CDC 1 3, 5) : 7. 19 ( 1 H. d. J = 9. OHz) 7. 7 
0 (IH. dd, J = 8. 7, 2. IHz), 7. 81 ( 1 H, d, J = 2. 1 
Hz). 8. 17 (2H. s), 8. 37 (IH, s). 11. 92 ( 1 H, s). 

fj7 3:N- [3, {h ]) y :^'^jv) -2-tKP=¥ 

i^-S^ (t^p-/V-l— T/i^) ^i^XT^K «b-a-#J#-^7 1) 
TOa:LT. 2-t KP;^ri>'-5- (f P-/V- 1 — fyU) 3tt;53, 
(by 7/i';^-pp<f^/i.) T=yi^Sr;BV^T^Jl 6i:l^;m©Sfef^Srm\ 
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IR^ : 5 7. 8% 

^H-NMR (DMSO-de): 5 6. 27 ( 2 H, dd, J = 2. 4, 1. 
8Hz), 7. 10 (IH, d. J = 9. OHz), 7. 29 (2H, dd, J = 
2. 4, 1. 8Hz), 7. 66 (IH, dd, J = 9. 0, 2. 7H2), 7. 
86 (IH, s), 7. 98 (IH, d, J5=2. 4Hz), 8. 47 (2H, s), 
10. 89 (IH, s), 11. 24 (IH, s). 

^J7 4:N- [3, 5-1^;^ ih ]) -2-t Kn^^ 

(5^:^-7111 2-^71') -<:^XT$ K ({b-a'%#-^7 2) 
l^iisFtbT. N- [3, 5-}f:^ (h})-7;i^:tn^^ju) :7 3i=;w] -2-t 

^H-NMR (DMSO-dfi): 5 7. 08 ( 1 H. d, J=8. 4Hz), 7. 
14 (IH, dd, J = 5. 4, 3. 6Hz), 7. 45 ( 1 H, dd, J = 3. 
6, 1. 2Hz), 7. 51 (IH, dd, J = 5. 1, 0. 9Hz), '7. 75 
(IH, dd, J = 8. 4, 2. 4Hz), 7. 59 (IH, s), 8. 08 (1 
H, d, J = 2. 4Hz). 8. 48 (2H, s), 10. 91 ( 1 H, s). 11. 
3 8 (IH, s). 

m7 5:N- [3, 5-1:*;^ {h])-7Mn^=^fV) y s.:=.;V'] -2-\iYxi^ 

lS3^i:Lr. N- [3. ( h y 7/l/;a-n ^ 9^71.) -2-t 

Kp^i/-5-3- K-^>XT^ K. ZtU^3-^:^:7^>/ifp>^^a|6 9i|l^ 

: 3 8 . 7 % 

'H-NMR (DMSO-de) :5 7. 06(1H, d. J = 8. 7Hz), 7. 
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57 (IH. dd, 3=4. 8, 1. 5Hz), 7. 66 ( 1 H. dd. J = 4. 
8, 3. OHz). 7. 81-7. 84 (2H. m). 7. 86 (IH, s). 8. 
18 (IH. d. J = 2. IHz), 8. 49 ( 2 H. s). 10. 9 0 ( 1 H, 
s). 11.33 (IH. s). 

*a|7 6 :N- [3. ( hU :7/W;*-npi5^;V) -2-tKndf- 

( 2 - p< ^/l^T y-zv- 4—^/1^) ^>'XT $ K «b-a^J^#-^ 7 5 ) 

(1) 2-^>i^;U:t^i^-5- (2-:/a^T-fe^/W) -N- [3, 

5-T-fe^/V-2-^:^i?/W;^-^V-N- [3, (h V >^'^ 

;U) y:^^;V] ^lyyCT^ K (4. Big. 1 Ommo 1) ^THF (3 0ml) 
IC^^U 7^-7PMJp<^/VT:/^-e7i^ hy:/a$ K (3. 75g. 10m 

mo 1) «rjp^. ^«at?i 2NFiig«i^^bfco Rf^m^^m^T^i^hi-fs e^m^f^/v 

n-7hi/7 7^- (-v^f-:/ : @^g?:n5-/V=4 : 1) T'fflliU. :^^h^b (g^^^ 

b-Cfi|IH{b^'^<7>efe@ft: (2. 3 9g. 4 2. 7%) *#fc, 
^H-NMR (DMSO-de) :5 4. 91 (2H, s), 5. 36 (2H, s), 
7. 3 2-7. 3 5 (3H, m), 7. 47 ( 1 H, d, J = 9. OHz). -7. 
5 2-7. 5 6 (2H, m). 7. 82 ( 1 H, s), 8. 21 ( 1 H. dd. J- 
= 8. 7, 2. 4Hz). 8. 29 ( 1 H. d., J = 2. 4Hz), 8. 31 (2 
H. s), 10. 9 1 (IH. s). 

(2) 2-^Vv=/W:;^-^:y-N- [3. 5 - 1';?. ( h y 7/i';tn ^ ^yU) 7^=1 
/V] -5- (2-p<5^/l/^Ty— 71^-4 — ^>Xr^ K 

2_^i^e;5;V:;^^,>._5_ ( 2 -:/p^x-fe^7i,) _n- [3, 5-}f:?^ (h 

^l/XT% K (2 8 0mg. 0. 6mmo 1), ^ 
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;^-T-fe^^ K (4 1mg. 0. 5 5 mm o 1). ^ift;ic^'^ h y A (5 0mg, 
0. 6 Ommo 1). zt.^ J-)V (l 5mL) <Djl'g-«feSr 1 I^TOflftS^fE b^, K 

1) -cmiab-C^fk-a^oefeSflc (1 8 Img, 6 7. 5%) 2r#fco 
^H-NMR (DMSO-dfi) : 6 2. 7 2 ( 3 H, s ). 5. 2 9 ( 2 H, s ). 
7. 3 3-7. 3 6 (3H. m), 7. 40 ( 1 H, d, J = 9. OHz), 7. 
54-7. 5 7 (2H, m), 7. 8 1 ( 1 H, s), 7. 94 (IH, s), 8, 
12 (IH. dd, J = 8. 7, 2. IHz), 8. 27 (IH, d. J=2. 1 
• Hz), 8. 3 1 (2H. s), 10. 86 ( 1 H, s). 

(3) N- [3, (M; 7>'^;^^P^'9^/^) ^^ic^/W] -2-fc Kd^-> 

-5- (2-^9=->'>^r5/— >'U-4-^/V) ^i^XT^K 

2 — <'y^^}\'^^%^-\^- [3. ( MJ 7/V:^D7«f^>'V') yaLCn/V] 

-5- (2-p«5^>'Uf=-Ty— ;l'-4->r/l') ^i^XT^ K (160mg, 0. 3 
mmol). 10%Pd-C (2 4 0mg) ^^^^V — (1 Om 1 ) \Zj^1i^\y^ 

J®<t;^oefe@(*: (1 0 3. 4mg, 79. 2%) ^#yb, 
^H-NMR (DMSO-dfi): 5 2. 7 2 (3H. s), 7. 08 (1 H, d. 
J = 8. 7Hz). 7. 83 (IH. s), 7. 85 ( 1 H, s), 8. 01 (IH, 
dd, J=8. 7, 2. 4Hz), 8. 42 (IH, d, J = 2. IHz), 8. 
5 0 (2H, s), 10. 96 (IH. s), 11. 40 (IH. s). 

^J7 7 : N- [3, 5-1^";^ ( > ^ai-ZU] -2-tKP=¥ 

i/-5- (-f$^y [1, 2-a] f y i^>-2-^/l') ^>XT5K «k^<^ 
##75) 
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2-^:^i^/U:i-^i^-5- {2--:/xi^7±f-J\^) -N- [3, (h 
y 7/U;t-Dp{5^yW) 7 ^:^XT^ K (2 8 Omg, 0. 5mmol). 2 

-T$y t'U v^^- (5 1. 8mg. 0. 5 5mmo 1), ^^7K^:^ h y (5 
Omg, 0. 6mmo 1 ). ai^y-^l' (1 OmL) Oii'g-tjSr 2NFTOfijS*SL 

W&'^'^\.X%hfhtinm^^y]}:ti^f^^n-7 yjfyy^^ (n— : 
i|aif^;V=l : 2) -eMMbT^S{b-g-tl<Defe@i2|^ (13 0. 3mg, 4 6. 
9%) Sr#fc« ^^:V^-e^<^>@ft: (1 0 8mg. 0. 19mmol), 10%Pd- 
C (1 Img), oi^y-/!^ (8mL). glFS^a:^;!/ (8mL) <7)ig-g^^^7K^# 

^^v^y n-v hi/y^w-— (n-^^f-y : 1^1^^ 5^71'= 1 : 3) "^M 

SSlbX^S^b-a-^^oefeaflc (1 8. 3mg. 20. 2%) ^lr#fCp 
^H-NMR (DMSO-dg) : 6 6. 90 (IH, d t , J = 6. 6. 0. 
9Hz). 7. 10 (IH, d, J = 8. 7Hz). 7. 25 (IH, m). 7. 5 
7 (IH, d. J = 9. GHz). 7. 86 ( 1 H, s). 8. 04 (IH. dd, 
J = 8. 7, 2. IHz). 8. 35 ( 1 H. s), 8. 48-8. 5 6 (4H, 
m). 11. 00 (IH, s), 11. 41 (IH. s). 

f!l7 8 : N- [3, 5 - If ;^ ( h y y )V:^xi -2-k Ko^ 

t^- 5 - ( If y 2 /w) ^:/XT ^ K (^k-a-i^#-^ 7 6) 

(1) N- [3. 5-lf;^ (hy ^^i::^/^] -5-3'-K-2 

N- [3, 5-lf;^ ( h y 7/W;rnp«f^;l') ^inc^/i-] - 2 - 1 Kn t^- 5 
-3— K^>XT5 K (4. 7 5g, 1 Ommo 1), :J'oop«^/M5^/Va^— 7^ 
/U(l. 14ml, 1 5mmo 1). ^iS*y (2. 76g, 20mmol), 

T-feh:^ (5 0mL) (om^m^ ^^mwm,\.it. ^m^kiso^^m:.^ 
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- : @^^^f-7V= 3 : 1) "CiffiiiU (n — ^^f-V/g^^3^ 

f^/^) L-C:gSib-&'^©6fe@ft: (3. 9 6g, 7 6. 3%) Sr#fc:o 
'H-NMR (DMSO-d e) :6 3. 38(3 H. s). 5. 28(2 H, s), 
7. 12 (IH, d. J = 9. OHz), 7. 81 ( 1 H, s). 7. 82 ( 1 H, 
dd, J = 8. 7, 2. 4Hz), 7. 88 ( 1 H, d. J=2. 4Hz), 8. 
4 0 (2H, s), 10. 8 7 (IH, s). 

(2) N- [3, (MJ 7/V:^ct;j{f^/W) 7^1:^7^] -2-pl h^V^ 

h^iz-S- (t°!;>?:/-2--r/v) ^^XT^ K 

N- [3, 5-t*;^ ( M; 7/^:tnp{^;l/) 7^1::^;^] -5-3— K-2-p{ 
h^i^pi h^^/'^yXT^ K (0. 20g. 0. 39mmol) ^rN. N-v?p« 
f^/V;i}N/VAT^ K (8ml) lc:Sf;J»U hV-n-':ff-/U i2-\^]}i^M 
(0. 1 3ml, 0. 4 Immo 1). i^^^npf;^ ( h y 7 3i;^/W7;tX7w' 

(3 2. Img. 0. OSmmol) ^*fl:t, lOCCTfl. 5ltF^ 

^?S;lr5^y o-^ h:/77-f — (n-^^f-:/:S^^3^5^7V=2 : 1-*1 : 

1) xmmhXmmit'^i^O)^^^ 07. 9mg, 20. 8%) <l:#fco 
^H-NMR (CDC 1 s) : S 3. 6 4 (3H. s), 5. 5 3 (2H, s), 

7. 23-7. 28 (IH. m) .7. 36 (IH, d, J=8. 7H2). 7. 
65 (IH, s), 7. 7 7-7. 84 (2H, m), 8. 20 (2H, s), 8. 
31 (IH. dd, J = 8. 7, 2. 4Hz), 8. 6 8-8. 70 ( 1 H, m), 

8. 83 (IH. d. J = 2. 4Hz), 10. 12 (IH, s). 

(3) N- [3, 5-lf-X {hVy/l^:^n^^/U) ^ainyV] _2-tKndpi/ 
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- 5 - (f y i^i^- 2 -^/W) ^>XT ^ K 
N- [3. S-f;^ (hy 7/W;rPp«^^W) -2-p« 

i\i'])i^:y-2 — r/U) 'OXT^K (3 7. 9mg. 0. OSmmo 
1) (3ml). Jgm^ (0. 5ml) ^APx.. 2 WiBf^S^Sbfc, 

3:^/V=2 : 1) T?J^S!lLTi^S<k-a'#7«39e^* (1 6. 2mg. 4 7. 2%) 

'H-NMR (DMSO-de) : 6 7. 1 3 ( 1 H. d, J = 8. 4Hz). 7. 
33 (IH, ddd. J = 7. 5, 6. 3, 1. 2Hz), 7. 86-7. 91 (2 
H. m), 7. 97 (IH, d, J = 7. 8Hz), 8. 20 (IH, d d, J = 
8. 7, 2. IHz), 8. 50 (2H. s), 8. 59 ( 1 H. d. J = 2. 4 
Hz). 8. 6 4-8. 6 6 ( 1 H, m). 10. 97 (IH, s), 11. 5 3 (l 
H. s). 

m7 9 :N- [3, 5-tf;^ {h )) 7 lX^:^n -2-tKo=^r 
i/-5-:f-h + v-OXT ^ K (^b-a-^JS-^- 7 7 ) 

;v) T-v >^m^xm 1 6 tmm(om^^n\'\ mmit^i^^ntco 

ItX^ : 5 6. 8% 

'H-NMR (DMSO-de): 8 3. 7 7 (3H, s), 6. 9 7 (IH, d, 
J = 9. OHz), 7. 10 (IH. dd. J = 9. 0, 3. OHz). 7. 43 
(IH. d. J = 3. OHz), 7. 84 ( 1 H. s), 8. 47 (2H. s), 1 
0.8 4 (IH. s), 10.91 (IH, s). 

M8 0:N- [3, 5-tfx^ {V )) Z7 ;V:^n ^^fV) -2-tKP^ 
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e^- 5 — r y 7^5" /v^:^xt ^ k «b^#-§- 79) 

( 1 ) 5 -T-t^/l'- 2 h=¥i^J&#S6 ^/U3:;^x/V 
S-T-fe^^/Wf-y ^^yUj:;^^/!^ (5. OOg. 25. 7mmol). 

^i6*y!>A(7. lOg. 5 1. 4mmol). N, N-i^p^ 9^/l':i^/WAT ^ K 
(2 5mL) <7)jS-a^«:7lC?g-e}^Ufc^, ^{k^f^/l' (2. 5mL. 4 0. 1 
mmo 1) Srj&Dx.. Mm.T^ 3f^mW:Wi^tCc 5U^m^^i:^Khi-f. mSf^pm 

yV/n-^^f-V) L-C:^M<k-g#(7>fi^^ (5. 1 7 g. 9 6. 5%) 

^H-NMR (CDCl 3):6 2. 59 (3H. s), 3. 92 (3 H, s), 
3. 99 (3H. s). 7. 04 < 1 H, d, J = 8. 7Hz). 8. 12 ( 1 H, 
dd. J = 8. 7. 2. 4Hz), 8. 41 (IH. d, 3 = 2. 4Hz). 

(2) S-'f y:/f^y/V'-2-pJ h^rV^SW^ p{ ^/^a:;^X/^ 
5-T-fe5^/^- 2-p« h^v^SS^gg ;'5^>'l'i;5^x/l' (0. 50g, 2. 4 

Ommol)> t e r t-:/h^^^:*y (0, 8 1 g, 7. 2 2inmol)> 
xhyk Kn77V(l OmL) ©H-g-ife^^m-CJ^iPLfe^. (0. 
5mL. 8. 0 3 mmo 1) ^JP^, ^tfe 1 I^K^^^Lfco Rf^m-^m^Tki:: 

-^h:/77W- (n-^:3E^f-^^:S^I|3i^7V=3 : 1 — 2 : 1) X-nUVXmM 
<[^-^^<OMM^:t^A^ (1 4 3. Img, 2 5. 2%) ^#fc„ 
^H-NMR (CDCl3):5 1. 22 (6H, d. J = 6. 9Hz), 3. 5 
2 (IH. m). 3. 92 (3H, s), 3. 98 ( 3 H, s), 7. 05 ( 1 H, 
d. J = 8. 7Hz), 8. 13 (IH, dd. J = 8. 7, 2. 4Hz). 8. 
42 (IH, d, J = 2. 4Hz). 
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(3) 5->(y:/'^V/i^-2-:;^ h^'y^J^^m 
5-Vy>^^y/W-2-;»« 4 3. Img, 

0. eOmmol) (5mL) (C^*>L. 2 ^;£7K@^2fb-:>- M; l> A 

^ (1ml) SrAn^. ll^raM5§ifcbfcc J^^^^ Kli&S'a-4^«:2^^igS6 

h V i^J^V^mVti^. mzm^y^Xi^mit^mo&^f^^n ( l 3 4mg. JjZ^ 

^H-NMR (CDCl3):6 1. 22 (6H, d. J = 6. 9Hz). 3. 5 
9 (IH. m). 4. 15 (3H, s), 7.. 16 ( 1 H, d, J = 8. 7Hz), 
8. 24 (IH, dd. J = 8. 7. 2. 4Hz). 8. 73 ( 1 H. d. J = 2. 
IHz). 

(4) 5-:^^y;V-N- [3, ( MJ 7/1^:^0 ^rncn/V] - 

^H-NMR (CDCl8):5 1. 23 (6H. d. J = 6. 9Hz), 3. 6 
4 (IH, m). 4. 20 (3H, s), 7. 18 (IH, d. J = 8. 7Hz). 
7: 65 (IH, s). 8. 19 (2H, s). 8. 22 ( 1 H, d d. J = 8. 
7. 2. IHz). 8. 88 (IH. d. J = 2. IHz). 9. 98 ( 1 H. s). 

(5) N- [3. 5-lf;^ (h y7/U;^n^^/>) :7 3i=/V] -2-t Kc^^rt^ 
-5 — (U^^V 7l^^>XT 5. K 

S-r/^yyi'-N- [3. ( h JJ 7/i^;rp p« f'.'W -2- 

^ h^i^^:^XT^ K (1 4 3. 4mg, 0. 3 3mmol). 2. 4, 6-=iy 
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(3 ml). mitVf^M. (5 3. Img, 0. 4 0 mm o 1 ) Ojl-g-fe;!: 1 

b-C^fctUfcajg^i^y*y>'l':J'0-v' (n-^^-f^ :mm=^^^^ 

= 3:1) t^^it (g^i63if-/V/^y:/ntf/>ai-x7V) LX^MIt 

-a^oefe!^^ (90. 3mg. 6 5. 3%) Sr#fCo 

^H-NMR (DMSO-dfi) • S 1. 12 (6H, d, J = 6. 9Hz), 3. 
66 (IH, m), 7. 12 ( 1 H, d. J = 8. 4Hz), 7. 85 (IH, s), 
8. 07 (IH. dd. J = 8. 4. 2. 4Hz), 8. 45 (IH, d, J = 2. 
4Hz), 8. 47 (2H, s), 10. 93 ( 1 H, s), 11. 95 ( 1 H, b 
rs). ■ 

^a|8 1 : N- [3, 5-fcr>^ (h U 7/l';^D>5^/l') 7^1::^/^] -4_tKD* 

W y 7 ^ 7 5 p{ ^/Ua:;^ -r ({b-g^#-^ 8 1 ) 

■ m^tVX, 4-t Ko#Wy:7^7W^-l-pt^7l'3i;^7'/K R.tJ^3, 5 

IRS^ : 9 1 . 5 %) 

^H-NMR (DMSO-dfl) : 5 3.8 5 (3H, s), 7.12 (IH. d, 
■j = 8. 4Hz), 7. 86 (IH, s), 8. 02 ( 1 H. dd, J = 8. 7, 
2. 4Hz), 8. 46-8. 4 7 (3H, m), 10. 96 ( 1 H, s ). 12. 
0 3 (IH, b r s). 

M8 2:N- [3. 5-tr;^ ( h U 7/V;d-n p{ ^o^ri/V] -4-tKP^ 

N- [3, S-lfT. (hVy/l^^tn^^ji^) -4-t KodfWy 

y^y^^m ^^/W3i;^7^/V (2. 8 5g, 7mmo 1) ^^^y-ZW (1 4 
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mL). T'h^t Kn77i^ (14mL) (Dm^^^mmmi^. 2M'^:^Miti-h 

ye^ATK^ (i4mL) ^mr. ?fev>T?2B#M*pf^JSMbfco ^n^. 2mi^ 
(20ml) ^mnx.. ^m\^tzmi^i:mLs TK^fc^ ^mi^x^it-^mo) 

efei^S (2. 6 8g. 9 7. 4%) ^#fCo 

^H-NMR (DMSO-da) : 6 7. 10 (IH, d, J = 8. 7Hz). 7. 
82 (IH, s), 7. 86 (IH, s). 8. 0 1 ( 1 H. dd, J = 8. 7, 
2. 4Hz), 8. 47 (2H. s), 8. 48 (1 H, d, J = 2. 4Hz), 1 
0. 97 (IH. s), 11. 98 (IH. brs). 

msS : N'-tf;^ [3, ( MJ 7>'V':^n 7ccc::^/W] -4 

-t Vue^iy^ yy-^/VT^ K (-fb-^ifeS-^B 2) 

4-t Kn^W y^iJ'/Ugl (1 8 2mg, Immol), 3, S-if^ihV 
y]i\^i^xi:^^)V) T::^y >- (6 8 7mg, 3mmo 1 HiS-fby (8 7 /x 1 : 
Immo 1). h/Waii^ (1 OmL) SrffiV^r^^l 6 i:l^1i<^g&f^SrfTV\ ^M-fb 
-a-tx^e^^^^B (ISlmg, 2 5. 0%) tr#fCo 

^H-NMR (DMSO-de): 5 7. 18 ( 1 H, d. J = 8. 7Hz), 7. 
82 (IH, s), 7. 86 (IH, s), 8. 11 (IH, dd, J = 8. 7, 
2. 4Hz), 8. 50 (2H, s), 8. 54 (2H, s), 8. 56 (IH, d, 
J = 2. 4Hz), 10. 79 (IH. s), 10. 99 (IH, s), 11. 84 
(IH, b r s). 

M8 4:N'- [3. 5-lfy^ ( M) 7/l':^ct 7^ -7 aL=^}V\ -4-fcKti 

drt^-NS N^-i^7«^/Wy7^/l'T5 K ('fb-^4&#-i-8 3) 
(1) 4-^^^t^/V:^^v^-N- [3, 5-lf;^ ( M) :7/W-tci^f^/U) 7^:;^ 

Tjc^-fb-^hy l^A (6 0% ; 1. 0 4g, 2 6mmo 1) «:Il-^'^r1^:/-e^fe 
^^UTN. N->:^j?(9^/k2jN/VAT^ K (10 OmL) tcljg^SU 51C?&'t?)^^L)fe 
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Vy^y^^y^ p«5'>'>3i^7'/V (8. 15g, 20mmol) ON, N-i^;?< 
^/WTls/WAT ^ K (lOOmL) ^?^<^?gTbfCo flSWT^, ^ia-Cl«^ 
'O'i^/l'l/n^ K (4. 4 5g, 2 6mmo 1) ON, N-i?p«5^/W 
Ji*/WAT^ K (lOmL) ^?K^AD;t^ 6 or-CaUf^^j^Ulfe:. SJES 

^5^7U/n .^E^1^» b-C^^M^k-a-i^oe^SI*: ( 5 . 3 8 g , 5 4. 1 %) 

^H-NMR (DMSO-dg) : 5 3.8 7 (3H, s), 5. 3 3 (2H, s), 
7. 3 3-7. 3 6 (3H, m), 7. 46 ( 1 H, d. J = 8. 7Hz), 7. 
5 3-7. 5 6 (2H, m). 7. 82 (IH, s), 8. 15 ( 1 H, d d, J 
= 8. 7. 2. IHz), 8. 25 ( 1 H, d. J = 2. IHz) 8. 28 (2H, 
s). 10. 8 7 (IH, s). 

(2) 4-^>>^7i';^5^$/-N- [3, 5-f;^ ( h ]J 7;l'^n 7^::^ 

W^hX^X^ 4-^:^t?/V:^5¥'>-N-[3, 5-^;^ (by 77V:i-n^5^/l/) 
^ai^/V] ^ y7^7 $ p{f"/V^;^X/UilrfflVNT^8 2 H^O^f^^^T 

: 7 9. 7% 

^H-NMR (DMSO-de); 5 5. 32 (2H, s), 7. 32-7. 34 
(3H, m). 7. 43 ( 1 H, d. J = 8. 7Hz). 7. 5 2-7. 5 6 (2 
H, m), 7. 81 (IH. s), 8. 12 (IH, dd, J = 8. 7, 2. IH 
z), 8. 22 (IH, d, J = 2. IHz), 8. 28 (2H, s), 10. 85 
(IH, s). 13.81 (IH, b r s). . 
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(3) 4-^>'i?/w;^-=¥'>-N'- [3. ( h y y 

^7 ^ y^i2 4 2mg, 0. 5 Ommo 1 ), i^:^f-JUT^ymM&i4 Img, 

0. SOmmol)^ MJ Jt^yVT $ V ( 5 1 mg , 0. 50mmol)Oxh7 
t Kd77>' (5mL) ^t::, 3JC?&TWSC • HC 1 (9 5mg, 0. 5 0m 

mo 1) ^Ir;!l0;t. ^<0^^gt?3^^^i^Lfc, ^ltm'^'^^:^KMs Slpi^^ 

y^- : g^K3i^/v= 1 : 4) •^mwkvxmmit^m<o&^m^ d 

6 5mg, 6 4. 9%) ^^fc„ 

'H-NMR (DMSO-de) -8 2 . 9 9 (6 H. s ) 5 . 2 9 (2 H. s ), 
7. 32-7. 38 (4H, m), 7. 5 2-7. 5 6 (2H. m), 7. 64 (l 
H, dd. J = 8. 7, 2. IHz), 7. 73 ( 1 H, d. J = 2. IHz). 
7. 80 (IH, s). 8. 28 (2H, s). 10. 83 (IH. s). 

(4) N^- [3,.5-lf;;^ ihV7/l^:tti;i^/U) -4-tKn^ 

4-^i^v^/l/::^-^S/-N''- [3, 5-\f7. 3 y J'V:tn j^'f-jV) 7 
-N\ N^-i^pt^^/l'-ry^^/WT'^ K(l41mg, 0. 28mmol), 5% 
Pd-C (1 4mg) (03^^J-;V (5ml), g^m^^^^/W ( 5 m 1 ) jl-g-^^^. 

T^)a<b'a^^<^e^@#: (106mg, 91. 2%) Sr#fCo 
*H-NMR (DMSO-de) :5 2. 98(6H, s), 7. 02(1H, d. 
J = 8. 7Hz), 7. 52 (IH, dd, J = 8. 7, 2. IHz), 7. 84 
(IH, s). 7. 95 (IH, d, J = 2. IHz), 8. 46 (2H, s), 1 

1. 10 (IH, brs), 11. 63 (IH. brs). 
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^J8 5:N- [3, 5-lf>^ ( ^/U) -2-fcKndE^ 

5 - V 1 -:<?;W7K=/i') ^VXT 5: K 

(1) 2-^l^i>J\^:t^-y-N^ [3, ( h y 7/V:^c p( ^/W) 7^^- 

/w] - 5 - ( f--^ y 1 -j^^/utK^-zw) ^>Xt $ K 
m^tVX, 4-'<:^S^yw-N- [3, ( h y ^v^v^j-n^^^w) 7^1 

^/v] >ry7^7$>^. 3^uff-<y v^i^iSrfflvNT«3i8 4 (3) tmmomi^^ 

J|Z^: 5 6. 4% 

*H-NMR (CDC 1 3) : 5 1. 5 3-1. 7 0 (6H, m), 3. 4 4 (2 
H, brs). 3. 70 (2H, brs). 5. 26 ( 2 H, s), 7. 24 (IH, 
d, J = 8. 7Hz), 7. 26 (1 H, s), 7. 5 2-7. 5 8 (5H, m), 
7. 66 (2H, s). 7. 74 (IH, d d, J = 8. 7. 2. 4Hz), 8. 
37 (IH, d, J = 2. IHz), 10. 27 (IH, s). 

(2) N- [3, S-lfP^ (hVy/i^^n?i^;U) -2-kKP'¥i^ 
- 5 - (If-: y i»- 1 -^jP^^jl') ^i^Xr $ K 

W^llX^X. 2-^l^i:^;\^:i-^i^~li- [3, 5-f;^ iV)) y 
^ai^/V-] -5- (f^y v?y-l-;(7/W7l?=/V) '<i^XT5 KiSrfflV^T«aj8 4 

(4) ii^^<D^f^<^tfVN, mmit-^-^m-it. 

9 6. 3% 

^H-NMR (DMSO-de) :5 1- 51 (4H, brs), 1. 60-1. 
65 (2H. in). 3. 47 (4H, brs), 7. 04 (IH, d, J = 8. 4 
Hz), 7. 48 (IH. dd, J = 8. 4, 2. IHz), 7. 85 (1 H, s), 
7. 92 (IH, d, J = 2. IHz), 8. 46 (2H. s), 10. 99 (1 
H. s), 11. 6 4 (IH. b r s). 



217 



wo 02/49632 



PCT/JPOl/11084 



^J8 6 : 5- (4-^>'i?/H:*^y t>y-l-:)t7/U#c^/V') -N- [3. 5-lf 

(1) 2-^>'iP/U-5- (4-^:^i^7Hf><y -:*/W3K— yu) -N- 
[ 3 , 5 - 1';^ (hV yjv:txi p< f^/i^) 7 a::^/!^] -<>'XT ^ K 

113|sti:tT. 4-'<:/i?yi'-N- [3. (Ky ^/v^o^^/w) 7a 

^/u] -ry^^^^i^Sfe. 2StUf4-^>":^/i'f^y i^:^$rfflv^T«a|8 4 (3) i 

: 7 6 . 7 % 

^H-NMR (CD3OD) : 5 1. 18-1. 38 (2H, m), 1. 6 7 (1 
H, brs), 1. 74 (IH, brs), 1. 84-1. 93 (IH, m), 2. 
60 (2H. d, J = 7. 2Hz). 2. 83 (IH, brs). 3. 10 (IH, 
brs), 3. 78 (IH, brs). 4. 59 (IH, brs), 5. 34 (2H, 
s), 7. 15-7. 18 (3H, m), 7. 24-7. 28 (2H, m), 7. 4 
0-7. 46 (4H, m), 7. 5 7-7. 63 (3H. m), 7. 65 (IH, 
dd. J = 8. 7. 2. 4Hz). 7. 96 (2H, s), 8. 05 ( 1 H, d, 
J = 2. IHz). 

(2) N- [3, 5-t';^ (hy 7/^:^0 p{^/U) -2-tKP^S^ 
- 5 - (4 — ^i^i^/Vf^y 1 -:*;w;l?ci;l/) ^-yXT $ K 

l^JiSj-^LT, 2 5Vv?7V-5- (4-^^^v=/Hf-<y v^:/-l-;^7/V7)?^>^V) 

-N- [3, (h y 7/i';d-np(^/w) ^:/X7'$ KSr^V^T 

^918 4 (4) bwm<Di^Vf^n\'\ mmit^mmto 
m.m 5 4. 3% n^mw 

^H-NMR (DMSO-de) :5 1. 08-1. 22 (2H. m), 1. 59 
-1. 62 (2H, m). 1. 7 7-1. 8 0 ( 1 H. m), 2. 50-2. 55 
(2H, m), 2. 87 (2H, brs), 3. 75 (IH, br), 4. 39 (l 
H, br), 7. 06 (IH, d. J = 8. 4Hz), 7. 17-7. 20 (3H, 

218 



wo 02/49632 PCT/JPOl/11084 

m), 7. 28 (2H, t. J = 7. 2Hz). 7. 49 (IH, dd, J = 8. 
4, 2. IHz), 7. 84 (IH, s). 7. 93 (IH, d, J = 2. IHz), 
8. 47 (2H, s), 10. 89 (IH, s). 11. 65 (IH, s). 



«a|8 7 : N- [3, 5-\f:^ ihV 7/^:i'n^'^jV') y :c,=^f\/\ -5-i^^^;v 

(1) 2-pt ^df^'-5->^/^7T^-r/^^SM 

j^^^^/U 2-^ h^v^-S-J^yl'^T^-f/^^^^y^^ h (4. 9 1g, 2 0 
mmo 1) Srp«^y-/K3 0mL) 2^g7Ki^'fb-:^ h y A^Jg ( 3 

OmL, 6 0mmo 1) ^MtL. ^jax* 1 Nf^SI# Lfco SJ^ii^Sr 2^;t*g 
^J3:*>t?x Wiiibfc®^*:^5ffi[fC^S^k^(Defe@#:.(4. 55g, 98. 
3%) ?^#fCo 

^H-NMR (DMSO-de) - ^ 3. 89 (3H, s), 7. 30(1 H, d, 
J = 8. 7Hz), 7. 32 (2H, s), 7. 92 (IH, d d, J=8. 7, 
2. 7Hz), 8. 09 (IH, d, J = 2. 7Hz), 13. 03 (IH, br). 

(2) N- [3. ( h y 77W;^D > 7^=;^] -2-pf 

(h y 7/^:<^J3p<5"/^) T=y ^^^v^T«^iJ2 4 iPI^®^f^Srm\ ^^M^b-B- 
HX^ : 2 4 . 2 % 

^H-NMR (DMSO-de) :5 3. 97(3H, s), 7. 38(2H, s). 
7. 39 (IH, d. J = 8. 7Hz), 7. 85 (IH. s). 7. 96 (IH, 
dd, J=8. 7, 2. 4Hz), 8. 06 ( 1 H, d, J = 2. 4Hz), 8. 
4 3 (2H, s), 10. 8 7 (IH, s). 
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(3) N- [3,. (hJJ7/W:^^n>5"/W) -S-i^^^^V;^ 

N- [3, 5-k*x^ ( h y 7;w:^-cip«5^;i^) - 2 f^i^v^- 5 - 

;^yU77^^>'l''^i/^T5 K (4 4 2mg, 1. Ommo 1 ). (7 1 

Omg, 5. Ommo 1). Wk^^) 1>A (4 1 5mg, 3. Ommo 1) <DT-t: 

h=hy/v(iomL) !ii?s?S^3i^^iq|l!i^U]fco s;Sis^?ft%^ia*-c?& 

Wm.^'f-J^^ (2:1) ©?S#^SSEJ;!5lFi^aL-C«ilS{b^«fe<^efe@(*: 
(2 0 7mg. 4 4. 1%) Sr#fc„ 
^H-NMR (DMSO-de) :5 2. 62(6H, s), 3. 99(3H. s), 
7. 45 (IH, d. J = 9. OHz), 7. 85 (IH, s), 7. 91 (IH, 
dd, J = 8. 7, 2. 4Hz), 7. 95 ( 1 H, d, J = 2. 4Hz) 8. 4 
3 (2H, s), 10. 9 0 (IH, s). 

(4) N- [3, 5 - 1';^ ( hi; 7yi'::t-P p< 5^yu) y :jl:^)V\ - 

WP(h\^X. N- [3, 5-fc*>^ (hy 7/U:^Pp<f^/l') y -5-i^ 
7<^/V';^7i'7r^^/^-2-p« h^i^'O'XT^ KSrffiv^T^»|8 0 (5) 

'H-NMR (DMSO- de) :5 2. 77 (3H, d, J = 4. 5Hz). 4. 
37 (IH, brs), 6. 70 (IH, d, J = 3. 6Hz), 7. 04 (2H, 
s). 

^8 8:N- [3, 5-t*;^ ( h U ^/^) 7^::::^/^] -2-tKn# 

(IfP— /l'-l-;^7W;J^::^/l') ^VXT^ K (Yb-a-felS^S 7) 
(1) N- [3, ^-yfTs (h y 7/l':^P;^5^/V') -2-p<h^'>- 
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5- (t'D— yw- l-;^/V3j^=./v) ^i^XT^ K 
N- [3. 5-\f:^ (m; - 2-^ 

;^7^77^'^'/^^i^X■T$ K (4 4 2mg, Immol), 2, 5 - v?P< h=3ri/7^ 
h7 t Kn77V (1 5 9mg, 1. 2mmo 1 g^i^ (5mL) ©jli'a-<^$r2 

iTyy^- (n— ^^f-:/ : i^^ai^;W=3 : 2) -CJ^MLT^M^k-a-i^oe^ 
@fls:-(4 3 6. 5mg. 8 8. 6%) Sr#fc, 

'H-NMR (DMSO-dg): 5 3. 9 6 (3H, s), 6. 3 6 (2H. d 
d, J = 2. 4, 2. IHz), 7. 37 (2H, dd, J = 2. 4, 2. IHz). 
7. 42 (IH. d, J = 9. OHz), 7. 85 ( 1 H. s). 8. 80 (IH, 
dd, J = 9. 0, 2. 4Hz) 8. 18 ( 1 H, d, J = 2. 7Hz), 8. 3 
8 (2H, s), 10. 92 (IH, s). 

(2) N- [3, fVisru:^'^}V) ^o.r^/l'] -2-tKndfiy 

- 5 - ( f n -/V- 1 - ^fv) ^:/XT $ K 

HJ^iLT, N- [3, (MJ7/V:top«f^/V) ^i^^V] -2~p< 

hJ^rS^-S- (fc;*PWV-l-;^/V3js:r;U') ^l^XT ^ K^^VnT^SJ 8 0 (5) 

W : 7 9.4% 

^H-NMR (DMSO-dfi. 5):6. 36 (2H, dd, J = 2. 4, 2. 
IHz), 7. 18 (IH. d, J = 9. OHz), 7. 34 (2H, d, J = 2. 
4, 2. IHz), 7. 86 (IH, s), 7. 99 (IH, dd, J = 9. 0, 
2. 7Hz) 8. 31 (IH, d. J = 2. 7Hz), 8. 42 (2H. s), 1 
0. 98 (IH, s). 
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msd : S-r^y-N- [3, S-f;^ ( h y 7>'W:^o^5^/l') - 
2 - 1 K D ^ v^'^i^XT 5 K ak-g^#-^ 8 8 ) 

WMtLX. N- [3, 5-\^7. (hy^/Vr^-n^-^^/W) -2-k 
Kndri^-5-= hP^i/XT^ K€rffiV^T«^!l8 4 (4) i P^©i^f^Sr^TV\ 

HZ^ : 9 8. 0% 

^H-NMR (DMSO-dg) : S 4. 79 (2H. brs), 6. 76 (IH, 

d, J=2. IHz), 6. 76 (IH, s), 7. 09 (IH, d d, J = 2. 
1. 1. 2Hz), 7. 80 (IH. s). 8. 4.5 (2H. s). 10. 30 (1 
H. b r). 10. 8 4 (IH, s). 

-t^ygo : N- [3, S-fX (h y 73i=>'V'] 
T$y-2-t Fti^i/^^XT^ K 

mjR-^ ur. 5 -t?^ ^ y f- y f^yni. z^u? 3 , 5 - t*x ( h y 

itX^ : 2 8 . 8 % 

'H-NMR (DMSO-de) : 5 2. 8 5 (6H, s). 6.9 2 ( 1 H. d, 
J = 9. OHz), 7. 01 (IH, dd, J = 8. 7, 3. OHz), 7. 22 
(IH, d, J = 3. OHz), 7. 84 (IH, s). 8. 47 (2H, s), 1 
0. 62 (IH, s), 10. 83 (IH, s). 

«»J9 1 : 5 — ^i/J^^ryVT^Z-N- [3, 5-\f7. ( h y ^yU^^P f^/W-) 7 
-2-t Kn#i^-<:^XT^ K- {it^i\fs^'§-9 0) 
T/W=fy^ffl^T^ 5-T5y-N- [3, 5-\f7. (hy ^/V^^-ppJ^/V-) 

-2-t Ko=3s^v^-<i/XT5 K (3 6 4mg. Immo 1). f y v^V 
(9 5mg, 1. 2mmo 1). -r h7 t Kp:77;/ (1 OmL) OiS'a'^SrTK?*^ 
U ^^-i^-r/V^J^py K (1 5 5mg, 1. Immol) ^AD;t. 1I$^^#U 
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ij>f)\^^xi^\-^yy (n-^^i^y :i^®?3i5^/v=4 : 1) "Ci^iifCM 
Mib-a-ifeoa&Si^: (1 2 Img, 2 5. 7%) Sr^lfci, 

'H-NMR (DMSO-de) :6 7. 04 (IH, d, J = 8. 7Hz), 7. 
51-7. 62 (3H, m), 7. 81 (IH, dd, J = 8. 7, 2. 4Hz), 
7. 83 (IH, s), 7. 98 (2H, d, J = 7. 2Hz), 8. 22 (IH, 
d, J = 2. 4Hz), 8. 49 (2H, s), 10. 27 ( 1 H, s), 10. 8 
9 (IH, s), 11. 0 7 (IH, s). 

^»J9 2:N- [3. ^-yf-^ (hVyMxJiyi^/U) -2-tKPdr 
[(S-^'oi^/W K] -<^XT5 K {it^m^^9 1) 

5-T$y-N- [3, 5-t*y^ (hy 7/l';*-a^^;w) -2-t 
KO'^fi/^VXT^ K (1 0 0. 2mg, 0. 2 8mmo 1 ) *T*fe h::^ M;>'1> 
(4ml) ^:i)>L. 4-i^^^7l'T$ y e^J^ (3mg), y ::^A^^ y i^T 
iSOul, 0. 28mmol) ^M^. 6 O'er- 5 ^mMW^tCo RftM 

1 : 1) -^mvxmmit^momn^mi^ (54. smg, 41. 2%) .%# 

'H-NMR (DMSO-de): 5 6. 9 3-6. 9 8 ( 1 H, m), 6. 97 
(IH, d, J = 9. 3Hz),7. 27 (2H. t, J = 7. 8Hz), 7. 3 
4-7. 46 (2H. m), 7. 50 (IH, dd, J = 9. 0, 2. 4Hz), 
7. 83 (IH, s), 7. 88 (IH, s). 8. 47 (2H, s), 8. 56 (1 
H, s). 8. 63 (IH, s), 10. 87 ( 1 H, s), 10. 89 (IH, s). 

^»|9 3:N- [3, 5-\f:^ (h V y/l^:tti ^'^/U) - 2- 1 Ko^af^ 
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^^tLX. 5-T$/-N- [3, 5-\f^ {V])yjvyirn^'f-j\^) = 

9 2 1 mm(DW^-^n\'\ w^mit^m^m^. 

W : 6 6. 3% 

»H-NMR (DMSO-dfi) :5 7. 00(1H, d, J = 8. 4H2), 7. 
13 (IH, tt, J = 7. 5, 1. 2Hz),7. 34 (2H, t, J = 7. 8 
Hz), 7. 45-7. 51 (3H. m), 7. 84 ( 1 H, s), 7. 87 (IH, 
d. J = 2. 7Hz), 8. 47 (2H, s), 9. 65 ( 1 H, s), 9. 74 (1 
H, s), 10. 84 (IH, s), 11. 32 (IH, s). 

|R|9 4:N- [3, S-tT;^ ( h U 77V;^n ^air^/V] -2-fcKn^ 
i>'-5- [(4-^ hP7cc=.7V) ^yr^^/V] ^>XT5 K (^b-a^ifelS-^g 3) 

iK* : 1 1 . 3 % 

^H-NMR (DMSO-de) :5 7. 23 (IH, d, J = 9. OHz), 7. 
87 (IH, s),8. 06 (2H, d, J = 9. OHz), 8. 10 ( 1 H, d 
d, J = 9. 0, 2. 4Hz), 8. 44 (2H. d, J = 9. OHz), 8. 5 

0 (2H. s), 8. 53 (IH, d, J = 2. 4Hz), 11. 13 ( 1 H, s), 

1 2. 1 4 (IH, b r). 

t»j9 5:N- [3, {Y]}y;V:^xi^'^;V) -2-tKndf- 

e^-5- ({C(4-i^y e^v-2-^/u) :^;vyT'^^7V\ 7^-/W i^r-^^/v) 

-^VXT^ K (^b'^#)#-^9 4) 

mmtx^x, 5- ({C(4-f y v?>-2— r/v) ;^/i':7 7^-^/v] yz^=^;v) 
V'T'^^fv) -tVi'/i^m. RXJ^3, 5-^;^ (hy^/w^^-np^^/w) T=y:^^ 
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IR^ : 7. 9% 

'H-NMR (DMSO-dg) : 8 6. 87 (IH. t. J = 6. OHz), 7. 
22 (IH, d. J = 8. 7Hz), 7. 21-7. 23 ( 1 H, m), 7. 77 
(IH. t, J = 8. 4Hz). 7. 87 (IH, s), 7. 9 5-7. 98 (3 

H, m), 8. 0 3-8. 07 (4H, m). 8. 47 (IH, d, J = 2. 4H 
z), 8. 49 (2H, s), 11. 14 ( 1 H, s). 12. 03 ( 1 H. br). 

6 : 2-T±h^->-N- [3, {V)) y;V:tn ^f-;V) y 

N- [3, ( 7/1^:^-0 p< ^/V) y a^^-jV] -5-^nn-2-t 

KP^->^i^XT$ K (1. 5 1g, 3mmol), k^y v^:/ (2 8 5mg, 3. 
6mmo 1) (6mL) lC^«IU Tki^&T, T-fe^/V^ n 

y K (2 3 4mg. 3. 3inmol) SrrgTU ^St? 1 I^^^^Lfco "^Wt 

/Vji^e>S^SbT. ^M^b^fe<De#.@#: (1. 0 6g, 8 3. 0%) Sr#:fco 
^H-NMR (DMSO-de) : « 2. 2 2 (3H, s), 7.3 5 ( 1 H, d, 
•J = 9. OHz), 7. 71 (IH, dd, J = 8. 7, 2. 7Hz), 7. 85 
(IH. s), 7. 88 (IH, d, J = 2. 7Hz), 8. 37 (2H, s), 1 

I. 0 5 (IH, b r s). 

^a|9 7 : 4-T-fe^/VT^y-N- [3, 5-lf;^ ( h y :7cc 
^/l'] -5-i^OD-2-t Kci df^ix^^^XT ^ K (^b-a-i^*-^ 9 7) 
(1) ^-T'^^'iVTXJ-^-^xixi-^-i. 

W^h\^X. 4-T-fe^7VT5y-5-^ac-2-p( h^i^SHH 
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IR^ : 8 8. 0% 

^H-NMR (DMSO-dfi) : « 2. 1 6 (3H. s). 3. 7 8 (3H, s). 

7. 72 (IH, s). 7. 77 ( 1 H, s). 9. 57 ( 1 H, s). 12. 74 
(IH. s). 

(2) 4-T-fef^/VT^/-N- [3. ( h y 7/W:^n ^/V) 

3. S-t*;^ (hy 7yw;^-Pp(5"/v) T=^y >'Sr^VNT«a)2 4 1 [^^/i^^^^fir 
iDt^ : 2 3. 8% 

^H-NMR (DMSO-dg) : 6 2. 1 7 (3 H, s ). 3 . 8 9 ( 3 H, s ), 
7. 7 7-7. 82 (3H, m), 8. 45-8. 4 9 (2H, m). 9. 66 (1 
H, s), 10. 6 8 (IH, s). 

(3) 4-T-fe9'/l'T5 y-N- [3. 5-\f7. (h V7jI-:^u 

lS3|Sfa:LT> 4-T-fe^/VT^/-N- [3, 5-lf;^ {h V 7 /l^:tn ^i'^/U) 
-5-^ HP- 2-^ h=^^i^'<VXT5 K$rfflV^T^»J8 0^;|^^Oife 

W : 7 2 . 8 % 

^H-NMR (DMSO-de) : 5 2. 1 7 (3H, s ), 7. 7 5 (IH. s). 
7. 82 (IH. s), 7. 95 (IH. s). 8. 44 (2H. s), 9. 45 (1 
H, s), 11. 16 (IH. brs),.ll. 63 (IH, brs). 

m9S:N- [3, 5-f;^ {Y )) y /V:^n ^f-jV) -A-i^uvi- 
2-t Yu^l/^l^XTK K ({b'a-'l^#-^9 8) 
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JR^ : 5 5. 8% 

^H-NMR (DMSO-de) : 5 7.0 5-7.0 8 (2H, m), 7.8 4 
-7. 87 (2H, m). 8. 45 (2H, s). 10. 84 (IH, s) 11. 
6 4 (IH. b r s). 

^9 9:N- [3, 5-1^:^ ih V - 2-:/n^73i— /V] - 

5-^no-2-k \fr3^i^^l^X7S, iit^m^^B 9) 
WMtVX. 5-^'o^1^y^/^g&, S:T^3, 5-lf;^ (m; 

- 2 -:;^n^T^y y^fflv^-c^s| 1 6 i p^?^J:^f^s:^TV^. mmit^m^mco 

iDl^ : 1 4. 5% 

^H-NMR (DMSO-da) :5 7. 11(1H. d, J = 9. OHz), 7. 
'53 (IH, dd. J = 9. 0. 2. 7Hz). 7. 91 ( 1 H. d, J = l. 8 
Hz). 7. 98 (IH, d, J = 2. 7Hz), 9. 03 ( 1 H, d, J = l. 
8Hz), 11. 2 6 (IH, b r s). 

1^1 00 : N- [2, 5-lf:^ ( h y 7/V:tDpi5^/V) -5-25^dd 

- 2 - 1 ^i^^y;KT ^ K ({b^### 10 0) 

3. 6% 

'H-NMR (CDC I3) : S 7. 03 (IH. d, J = 8. 7Hz), 7. 4 
3-7. 48 (2H. m), 6. 61 ( 1 H, d, J = 8. IHz). 7. 85 (1 
H, d. J = 8. 4Hz). 8. 36 ( 1 H, br s). 8. 60 ( 1 H, s). 

1 1 . 3 1 ( 1 h; s ). 
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mi 01 : N- [2, ( hU 7/W:j-npi -5-:^n^ 

- 2 - 1 Kn df^i^-OXT ^ K (fli-g-fe*-^ 10 1) 

IR^ : 2 4. 0% 

.^H-NMR (DMSO-de) : S 7. 03 (IH, d, J = 8. THz), 7. 
65 (IH, dd, J=8. 7, 2. 7Hz). 7. 76 ( 1 H, d, J = 8. 4 
Hz). 8. 03 (IH. d, J = 8. IHz) 8. 11 ( 1 H, d, J = 2. 7 
Hz). 8. 74 (IH. s), 11. 02 ( 1 H, s), 12. 34 (IH, s). 

i»J102:N- [2. ( h y n ^^/W) - 2 - b Kd 

=^5^ t-'- 5 - i/XT ^ K ({b-a- W-t 10 2) 

li3is|-i UT, 5 - p< y RXI^ 2, 5 - if ;^ ( h y 7/1':^p ^ 

T= y i^S^ffi^^T^R| 1 6 i TOJ5l^||f^S^^TV^. li?®^b^#;Sr#fco 
iRJp: l.-5% 

^H-NMR (CDClg):^ 2. 36 (3H, s). 6. 97 (IH, d. J 
= 8. 4Hz), 7. 23 (IH, s). 7. 32 ( 1 H. d d. J = 8. 4. 1. 
5Hz), 7. 57 (IH. d, J = 8. 4Hz). 7. 83 ( 1 H, d, J = 8. 
4Hz), 8. 46 (IH, s), 8. 69 (IH, s), 11. 19 (IH, s). 

fSl 0 3 : 2-T-fe h:¥^>-N- [2, 5 - t*;^ ^Y^) y )V-irxi y z^^z^ 
7V] - 5 -^^ n xi^^yXr % K Wb-a^tlS-^ 10 3) 
WPthX.x. N- [2, 5-if;^ (by 7/v:^o^^/v) y:^=.^^^\ -5~^ 

ItK^ : 6 . 6 % 

^H-NMR (CDC 1 3) : 6 2, 3 5 (3H. s), 7.17 (IH, d, J 
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= 8. 7Hz),7. 54 (IH. dd. J = 8, 7, 2. 4Hz), 7. 55 (1 
H. d, J = 8. IHz). 7. 80 (IH. d, J = 8. IHz). 7. 95 (1 
H, d. J = 2. 4Hz), 8. 60 (IH. s), 8. 73 ( 1 H, s). 

0 4 : 5-^'nn-2-t Kn=¥v'-N- [2- ( h ^ 7 
J|X¥: 5 8. 0% 

*H-NMR (DMSO-de) :5 7. 07 (1H. d. J = 8. 7Hz). 7. 
42 (IH, t, J = 7. 5Hz), 7. 52 ( 1 H, d. J = 8. 7, 2. 7H 
z), 7. 74 (IH, t, J=8. IHz), 7. 77 ( 1 H, t, J = 8. 1 
Hz), 7. 99 (IH, d, J = 2. 7Hz), 8. 18 ( 1 H, d. J = 8. 
IHz), 10. 76 (IH, s), 12. 22 (IH, s). 

^Tdl 0 5 : 5-2^na-N- [4-i?Pc-2- (hV y )Vi>rxi y 
/W] - 2 - 1 K n ^i/^l^XT ^ K {A^-^m^^ 10 5) 
UPchX^X^ 5-^nnf-y5^/VSfe> 'BlO^A-^ nu- 7.- ( h y 7/V:^-P;)« 

^/k) T=y :^$rfflv^x«^l 6 ^l^«o^f^^^TV^, i^jb-a-'fe^^fco 

lUt^ : 2 1 . 5 % 

^H-NMR (DMSO-de) : 6 7. 0 7 (1 H, d, J = 8 . 7H z), 7. 
52 (IH, dd, J = 8. 7, 2. 7Hz), 7. 8 0-7. 8 5 (2H, m). 
7. 97 (IH, d, J = 2. 7Hz). 8. 26 (IH, d, J=8. 4Hz), 
10. 80 (IH, s), 12. 26 (IH, s). 

«S|1 0 6 : 5-:/p^-2-t KP=3ri^-N- [3- ( h y 7/W:tP 7< ^/W) 7 
^>XT5 K ({b-a-lfeS-tl 0 6) 
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M : 5 0. 3% 

^H-NMR (DMSO-de. 5):6. 98 (IH, d, J = 8. 7Hz), 7. 
48-7. 5 2 (IH. m), 7. 59 (IH. dd, J = 8. 7, 2. 7H2), 
7. 62 (IH, t, J = 8. IHz). 7. 9 2-7. 96 ( 1 H, m), 8. 

02 (IH, d, 3 = 2. 4Hz), 8. 20 ( 1 H, s ), 10. 64 ( 1 H, 
s), 11. 6 0 (IH, s). 

tflll 0 7 ; 5-^nn-N- [2-7/V:^a-3- (h ]) ^i^/l-) 7x. 

i^/v] -2-t Kn^<y-<i/XT^ K ({b-g-W^l 0 7) 

7 1. 7% &-&mi^ 

*H-NMR (DMSO-de) ' S 7. 07(1H. d. J = 9. OHz), 7. 
46 (IH, t, J = 7.- 8Hz). .7. 52 ( 1 H, d d, J = 9. 0. 2. 7 
Hz). 7. 58 (IH. t, J = 7. 2Hz), 7. 96 (IH, d. J = 2. 
7Hz), 8. 49 (IH, t, J = 7. 2Hz), 10. 82 (IH, s), 12. 
1 3 (IH, b r s). 

t3jl08 : 5-^r3U-N- [4 -7/W;^-d - 3 - ( 7/W;^-Pp«^/V') 731 
-yp] - 2 _ t Ko ^->^>XT ^ K ({b-g^#-^ 10 8) 

Bl^tVX. 5-^i3PiMJ^/v^, S.tJ^4 -7/^:^-0- 3- (MJ7;w;^o 
^5^/1.) T::^y^^fflVNT^Ji 6i:i^^<0||<t^firv\ Mfli-^ti^^fc, 

7 2. 1% ^-^mw 

*H-NMR (DMSO-d6):7. 03 (IH. d, J = 9. OHz), 7. 4 
8 (IH. dd, J = 8. 7, 2. 7Hz), 7. 56 (IH. d, J = 9. 9H 
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z), 7. 90 (IH. d, 3 = 2. 7Hz), 7. 9 9-8. 03 (IH, m), 
8. 21 (IH, dd, J = 6. 6, 2. 4Hz), 10. 63 (IH, s), 1 
1. 58 (IH, s). 

mi09 : 5-:/n*-N- [4-^no-3- ( h JJ 7/1^5}- n pi 7* = 
/V] -2-t KDdri^^i^XT^ K (fl:;-g'«^#-^l o 9) 

3 7. 4% 

'H-NMR (DMSO-de) :fi 6. 98 (IH, d. J = 8. 7Hz), 7. 
59 (IH, dd, J = 8. 7, 2. 4Hz), 7. 73 (IH, d, J = 8. 7 
Hz), 7. 98 (IH, d, J = 2. 4Hz), 8. 00 ( 1 H, dd, J = 8. 
7, 2. 4Hz), 8. 31 (IH, d. J = 2. 4Hz), 10. 68 (IH, 
s), 11.52 (IH, b r s). 

^Jl 1 0 : 5-^n n-N- [3-7/V;tP- 5- ( h ]) y;V:tn:^^;v) 
-/V] - 2-t Fndi^ix-ti^XT^ K {^t^m^^l 1 0) 
m3p^a:U■C. 5-^ nnf-y i^t;f 3 -7/V;t-ta- 5 - (hy7/i'::^-D 

lUt^ : 6 2 . 0 % 

^H-NMR (DMSO-de) : 5 7. 0 4 ( 1 H, d , J = 8 . 7H z ), 7 . 
42 (IH, d, J = 8. 4Hz), 7. 48 (IH, d d, J = 9. 0, 3. 0 
Hz), 7. 85 (IH, d. J = 2. 4Hz), 7. 94 (IH, d d, J = l 
1. 4, 2. IHz), 7. 99 (IH, s), 10. 73 ( 1 H, s), 11. 4 
6 (IH, s). 

«SJlll : 5-7'n^-N- [3-::^a^-5- ( M) ^yV::*-^^^^/^) 7a.r^ 
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/V] -2-t Kn^>>'<:/XT^ K iit^^^^l 1 1) 
7 3. 3% 

^H-NMR (DMSO-de) :« 6. 99 (IH, d, J = 9. OHz), 7. 
60 (IH, dd, J = 9. 0, 2. 4Hz), 7. 72 (IH, s), 7. 97 
(IH. d. J = 2. 7Hz), 8. 16 (IH. s), 8. 28 ( 1 H, s), 1 
0. 6 9 (IH, s), 11. 4 5 (IH, s). 

*ail 1 2 : 5-:^'ciP-N- i2-y;V^n-5- ( MJ p^^^/W) y 

^;v-\ -2-t KDdre/-<:/XT^ K (jb-a^#-^i 1 2) 

iDt^ : 7 7. 9% 

^H-NMR (DMSO-de): 5 7. 0 7 ( 1 H, d, J = 9. OHz), 7. 

52 (IH. dd, J=9. 0, 2. 7Hz), 7. 58-7. 61 (2H, m), 
7. 95 (IH, d, J = 2. 7Hz), 8. 71 (IH, d. J = 7. 5Hz), 
10. 90 (IH, s), 12. 23 (IH, s). 

mil ^ : b-i^vin-U- [2-i:^pn-5- (h ^) y :^'t;v) y 
/W] -2-k Kn^^i^^VXT^ F (^b-a^W^l 1 3) 

Ji3N-i:LT. 5-:^cn3lM)^yW®5, RTJ«2 -^J' n o- 5 - (M;7yV:tcip« 
^/w) T=yi^^^VNT«3|i 6i:|l;il<D^f^^fTV\ i^Mfb'a-ife>^#fco 
HX^ : 4 9 . 1 % 

'H-NMR (DMSO-de) :5 7. 09 (IH, d, J = 9. OHz). 7. 

53 (IH, dd, J = 9. 0, 3. OHz), 7. 55 ( 1 H, d d, J = 8. 
4, 2. 7Hz), 7. 83 (IH, d. J = 8. 4Hz), 7. 98 (IH, d. 
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J = 3. OHz), 8. 88 (IH, d, J = 2. 7Hz), 11. 14 ( 1 H, 
s), 12. 3 9 (IH, s). 

Ml 1 4 : [2-^pi3-5- {Y )) V y zc:=- 

/V] -2-k Ko^^/^V'XT'^ K Wb-g-ifelS-i-l 14) 

T=yi/^^VVT:^?iJl 6i:|^^OSIf^>lrm\ ^{"C^m-km^. 
IRS^ : 3 4 . 2 % 

'H-NMR (DMSO-de) :6 7. 04 (IH. d, J = 8. 7Hz), 7. 
56 (IH, ddd. J = 8. 1, 2. 4, 1. 2Hz), 7. 64 (IH, dd, 
J = 8. 7, 2. 7Hz), 7. 83 (IH, dd, J = 8. 1, 1. 2Hz), 
8. 11 (IH. d. J = 2. 7Hz), 8. 87 (IH, d, J = 2. 4Hz), 
11. 12 (IH. s), 12. 42 (IH, s). 

^a|115:5-^oo-2-t Kndei/-N- [4-= ha- 3- ChJJ 7/1^:^ 

iSJ^i:Lr. 5-^P^1^y &r;f4-^hP-3- (hy7/v;a-pp« 
T^y^/^fflvN-c^fiji 6ii^«<Dg^{^srm\ mw^-^^m^o 

J|5t^ : 4 4 . 8 % 

^H-NMR (DMSO-de) :6 7. 04(1H, d, J = 9.0Hz), 7. 
49 (IH, dd, J = 9. 0. 2. 7Hz), 7. 81 (IH, d, J = 2. 7 
Hz), 8. 23-8. 24 (2H, in),-8. 43 ( 1 H, d, J = l. 2Hz), 
11. 02 (IH, s), 11. 30 (IH, br). 

#J116:5-:;'PO-2-t KP^i^-N- [2-=.hP-5- (hy 
PP^5^/V) ^ccr^/U] ^^-XT^ K ({b^/fe)#-i-l 16). 

UP(h\.x. s-rj'PPf-y f^/vfig. 3^t;f2-=^ ^P-5- (hy7/u;^-pp{ 
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JRi^: 8. 1% 

'H-NMR (DMSO-de) :5 7. 08 (IH, d. J = 9. OHz). 7. 
53 (IH, dd. J=8. 7. 2. 7Hz), 7. 73 (IH, dd, J = 8. 
4, 1. 8Hz), 7. 95 (IH, d, J=3. OHz), 8. 36 (IH, d, 
J = 8. 7Hz), 9. 01 (IH, d, J = l. 8H2), 12. 04 (IH, 
s), 12. 2 0 (IH, s). 

-Pill 1 7 : 5-:/o^-2-t F«3=¥->-N- [4-=^hu-3- ihVy/^:t 
7rc:=:;w] ^yXT5 K (A^-^tm%\ 1 7) 
Mi:LT. 5-:/n^lMJ9^/V^, S:t/4 h p - 3 - (hy7/V;^i3p« 

: 4 9 . 7 % 

^H-NMR (DMSO-dg) :5 6. 99 (IH. d. J = 8. 7Hz), 7. 
60 (IH, dd, J = 8. 7, 2. 4Hz), 7. 92 ( 1 H, d, J = 2. 7 
Hz). 8. 16 (2H. s), 8. 42 ( 1 H, s), 10. 93 ( 1 H, s), 
11.36 (IH, s). 

«?!|118:5-tJ'no-2-t Kndft/-N- [2-^^/V-3- (MJ7/V:t 
D^f^/l^) -<^^XT$ K ({b-a-t^S^l 1 8) 

m^VthX^X, 5-:J' PP-b-y 5t't;^2-^^/W-3- (hy7/V:^P^ 

JR^: 1 4. 5% 

^H-NMR (DMSO-de) :5 2. 36 (3H, d. J = 1.2Hz). 7. 
05 (IH. d, J = 8. 7Hz), 7. 46 ( 1 H, t, J = 8. IHz), 7. 
50 (IH, dd, J=8. 7, 2. 7Hz), 7. 60 ( 1 H, d, J = 7. 2 
Hz), 7. 99 (IH, d, J = 7. 2Hz), 8. 00 (IH, d, J = 2. 
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4Hz), 10. 43 (IH, s), 12. 08 (IH. s). 

«?!Ili9:5-^on-2-t Ka^fi^-N- [4-;?<^;v-3- ( 
OTt^/l') 7 31 =71-] ^^XT^ K Wk-a-tJ^-tl 1 9) 

llJi^ : 8 0. 2 % 

^H-NMR (DMSO-dg) ; 6 7. 01 ( 1 H. d, J = 8. 7Hz), 7. 
44 (IH, d, J = 8. 4Hz), 7. 47 (IH, d d, J = 9. 0, 2. 7 
Hz), 7. 84 (IH, dd, J = 8. 4, 2. iHz), 7. 92 (IH, d, 
J = 2. 7Hz), 8. 13 (IH, d, J = 2. IHz). 10. 65 ( 1 H, 
s), 11. 6 8 (IH, b r). 

«S|120 : 5-^nti-2-\i h'^J^iy-lJ- [2-p«^/V-5- (hVyM 
731=1/1'] ^:xXT^ K (Ik-a-fe#-^l 2 0) 

Tc^y:^^^VN-C«R|i 6i:P#<Z)^f^^Srm\ i^®{b-g-i^<lr#fc„ 
IDI^: 7 3. 3% 

^H-NMR (DMSO-de) : 8 2. 3 9 (3H, s), 7. 0 7 ( 1 H, d, 
J = 8. 7Hz), 7. 4 4-7. 5 4 (3H. m), 7. 99 ( 1 H, d, J = 
3. OHz), 8. 43 (IH, s), 10. 52 (IH, s), 12. 17 (IH, 
b r s ). 

^ajl21 : 5-i^Da-2-t KP^^iX-N- [4-p< h^i/-3- (hV 
;^-pp«^;i') 7ic=i/v] ^:xXT^ K ({b-a-«^#-§- 1 2 1) 
mntX^X. S-rJ'PPf-y^/V®?. fi:tJ«4-p« h=¥i^-3- (hy7/V:rP 
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itZ^ : 7 9 . 1 % 

^H-NMR (DMSO-de) : 6 7. 0 2 ( 1 H, d. J = 9. OHz), 7. 
30 (IH, d. J = 9. OHz), 7. 48 ( 1 H, dd. J = 9. 0. 3. 0 
Hz), 7. 92 (IH, dd, J = 9. 0, 2. 4Hz), 7. 96 (IH, d, 
J = 2. 7Hz), 8. 04 (l.H, d, J = 2. 4Hz), 10. 47 (IH. 
s), 11. 7 8 (IH, s). 

mi22 : 5-yn^-2-t Kd^s^V-N- [3-p( ( h ^ 

;t-np{^7W) 7 ^>XT^ K (^b'^#j#-tl 2 2) 

;,j^/v) T=yi/?rffiv^■ciRil6^:l^^<o^#^fTV\ mmit-B-^^mco 

W : 5 8 . 8 % 

^H-NMR (DMSO-de) : 6 3 . 8 5 ( 3 H, s ), 6 , 9 8 ( 1 H, d , 
J = 8. 7Hz), 7. 03 (IH, s), 7. 57-7. 61 (2H, m), 7. 
77 (IH, s), 8. 00 (IH, d. J = 2. 4Hz), 10. 57 (IH, 
s), 1 1. 5 6 (IH, s). 

Iftjl 2 3 : 5-^a^-2-t Kn^i^-N- C2-pt h:3|r->-5- ( b!) P'/V 
:^-npif^/W) ^vXT^ K (ffc-g-ifeS-i- 1 2 3) 

m^tLX. S-^p^f-y^^/V^. RUJ2-p{ h=¥e/-5- (hy7/v:^-n 

^5^/v) T=y ^^ffiv^-c^aji 6 ^:l^ilo^#^^fv^, #®^b'a-ife^#yt, 

JtZ^: 7 1. 3% 

*H-NMR (DMSO-de) S 3.9 9 (3H, s), 7. 0 3 (IH, d, 
J = 9. OHz), 7. 30 (IH. d. J = 8. 7Hz). 7. 47-7. 51 
(IH, m), 7. 61 (IH. dd, J = 9. 0, 2. 4Hz), 8. 10 (1 
H, d, J = 2. 4Hz), 8. 82 (IH, d, J = 2. IHz) 11. 03 (1 
H, s), 12.19 (IH. s). 
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73i=/W] -2^VXT^K ab-a-f^*-^! 2 4) 
IR^: 8 3. 4% 

^H-NMR (DMSO-de): 5 4. 00 (3H. s). 7. 08 (IH, d, 
J = 9. OHz), 7. 30 (IH, d, J = 8. 7Hz), 7. 47-7. 52 
(2H, m), 7. 97 ( 1 H. d, J = 2. 7Hz), 8. 83 ( 1 H. d. J 
= 2. 4Hz), 11. 05 (IH, s), 12. 17 ( 1 H. s). 

^?yi 2 5 : 5-:;'PP-2-t KP^i^-N- [ 2 -pf 5^/Vy^/v:7 7^/v- 5 - 

5^/1.) T=y:^^fflv^T^f^Jl 6illI:^o«^f^SrfirV\ :^M^k-g-ife«r#fco 

W : 7 9. 2% 

^H-NMR (DMSO-de) :5 2. 57(3H, s), 7. 07(1H. d, 
J = 8. 7H2), 7. 52 (IH, dd, J = 8. 7. 2. 4Hz). 7. 55 
(IH, dd, J = 8. 4, 1. 5Hz), 7. 63 (IH, d, J=8. IHz), 
8. 00 (IH. d, J = 2. 4Hz), 8. 48 (IH, d, J = l. 5Hz), 
10. 79 (IH, s), 12. 26 (IH, s). 

«a|l 2 6 : 5-:/o^-2-t Ko^fi^-N- [2- ( 1 - f n y -5 

- {Y^)yf\^-^xi:^^)V') 7a:=/W] ^VXT^ K (ib-a-^?*-^! 2 6) 

Mi:LT. 5-y^D^f-y5^/wig, st;«2- (i--fnyi;'=/w) -5 - (h 
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IlR^ : 4 4, 5% 

^H-NMR (DMSO-de) : « 1.8 6-1.9 1 (4H, m), 3.2 0 
-3. 26 (4H, m). 6. 99 ( 1 H. d, J = 8. 7Hz), 7. 07 (1 
H, d. J = 8. 7Hz), 7. 43 (IH, dd. J = 8. 7, 2. IHz), 
7. 62 (IH, dd, J = 8. 7, 2. 4Hz), 7. 94 (IH, d, J = 2. 
IHz), 8. 17 (IH, d, J = 2. 4Hz), 10. 54 (IH, s), 12. 
2 1 (IH. s). 

IRII 2 7 : 5-:;^P^-2-t KJ3dfv/-N- [ 2 — y / - 5 - (hU 7 
/V:^-npJ^/V) 731=^7^3 ^^'XT^ K (Ib-a-lfeS-t 1 2 7) 

n^^^/v-) T=yi^^ffiv^T^Rll 6ii^^©^f^^m\ 0M{b-a-fe^#fc<. 

W : 6 5 . 9 % 

^H-NMR (DMSO-do) : 6 2. 90 (4H, d d, J = 4. 5, 4. 
2Hz), 3. 84 (4H, dd, J=4. 8, 4. 2Hz), 7. 09 ( 1 H, 
d, J = 8. 4Hz), 7. 48 ( 2 H, s), 7. 61 ( 1 H, dd, J = 8. 
4, 2. 7Hz), 8. 13 (IH, d, J = 2. 7Hz), 8. 90 (IH, s), 
11. 21 (IH, s), 12. 04 (IH, s). 

0i|l 2.8 : 5-i5^PCi-2-t Kcr^ffx-N- [4- (hU :7/W^C2 7 
^ rz/V] -<:/XT ^ K «b'^ife#-^ 12 8) 
mnt\.X. 5--i^nx3-^V'^JVm. RXJP4- (hy 7/V:a-o>i5"/V) T=y 

itX^ : 7 5. 0%> 

^H-NMR (DMSO-de) :5 7. 04 (IH, d, J = 9. OHz), 7. 
48 (IH, dd, J = 8. 7, '2. 7Hz), 7. 74 (2H, d, J=8. 7 
Hz), 7. 90 (IH, d, J = 2. 7Hz), 7. 95 (2H, d, J = 9. 
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OHz), 10. 65 (IH, s), 11. 59 (IH, s). 

^Jl 2 9 : 5 -^P^-N- [2-^np-4- ihV y/l^^to^^/U) P'cccr 
A'l - 2 - 1 K n^i^^'^jK'T K K (ib^Jfe#-^ 12 9) 

W : 3 4 . 9 % 

^H-NMR (DMSO-de) :fi 7. 04 (IH, d, J = 8. 7 Hz), 7. 
64 (IH. dd. J = 8. 7, 2. 7Hz). 7. 79 (IH, dd, J = 9. 
0, 2. IHz), 7. 99 (IH. d, J = 2. IHz). 8. 11 ( 1 H, d, 
J = 2. 4Hz). 8. 73 (IH. d, J = 9. OHz). 11. 15 (IH, 
s), 12. 4 2 (IH, s). 

^^1 3 0 : 2-7± h^i^-S-^uu-N- [2-^pn-5- ( hU 
Bjp^^yi') ^i^XT^ K (fk-a-i^S^i 3 0) 

m^tVX. 5-^PP-N- [2->^PP-5- ( hU 7/U^Pp<^/V) 7 
ii^/V] -2-t KP=¥e/^i^XT^ K. ^lTJfT-fe^/V:i^py KSrffiV^T^9 6 

mSL^ : 3 4 . 0 % 

^H-NMR (CDC 1 3) : 6 2. 3 9 (3H, s), 7.16 (IH. d. J 
= 8. 7Hz) ,7. 37 (IH, d d d, J = 8. 7. 2. 4, 0. 6Hz), 
7. 51-7. 56 (2H, m), 7. 97 (IH. d, J = 3. OHz), 8. 
85 (IH. s), 8. 94 (IH. d. J = l. 8Hz). 

0ill 3 1 : N- [2-^PP-5- ( MJ ^/l-^^P p( 5^/W) 7 -2-t 
Kp 5-=^h P-<^^XT 5 F i^t-^m^^ 13 1) 

mMtvx, 5-- ^Pi^y^/^^. Rxj^2-^ntt-5- (hy ^/v-i^-ppi 
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: 3 1 . 1 % 

^H-NMR (DMSO- de) : 5 6.9 8 (IH, d, J = 9. 3Hz), 7. 
52 (IH. dd, J = 8. 4, 2. IHz), 7. 81 ( 1 H, d, J=8. 4 
Hz), 8. 21 (IH, dd. J = 9. 0, 3. 3Hz), 8, 82 (IH. d, 
J = 3. OHz), 8. 93 (IH, d. J = 2. 4Hz), 12. 18 (IH. 
s). 

^fJjl 3 2 : N- [2-^ap-5- ( MJ 7/l';^-D ^/P) ^j^r^/U] -2-1: 
K p 5 - p« 5^yW-<:^XT 5 K Wb-a^t^*^ 13 2) 

f^/v) T=y^^^ffiV^T^>^ll 6i:l^^<^^f^^m\ ^sib-a-^i^^fc, 
IR^ : 1 5. 8% 

^H-NMR (CDC 1 3) : 5 2. 3 6 (3H, s), 6. 9 5 (IH, d. J 
= 8. IHz), 7. 26-7. 31 (2H, m). 7. 37 (IH. d d, J = 
8. 4. 1. 8Hz). 7. 56 (IH, d. J = 8. 4Hz), 8. 65 (IH, 
br s), 8. 80 (IH, d, J = l. 8Hz), 1 1. 3 3 (IH, b r s). 

Ml 3 3 : N- [2-^an-5- {y)>y;Virxx:^^tV) y zz.=^!V\ -2-t 
Kpdf-i/-5-p< h:5r>>-<^^XT$ K (jb^W^l 3 3) 

iR^: 5 6. 4% 

^H-NMR (DMSO- d 9) : 6 3 . 7 7 ( 3 H, s ), 6 . 9 1 ( 1 H, d , 
J = 9. OHz), 7. 07 (IH. dd. J = 8. 7. 3. OHz), 7. 20 
(IH. t. J = l. 8Hz), 7. 5 2-7. 54 (3H. m), 10. 33 (1 
H, s), 11. 4 4 (IH, s). 
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3 4 : N- i4-^uu-3- ( h y 7/Hi-Pp« ^/W) 73i=:/v3 -2-t 

K n :^riX- 5 - ^ 5: K (it^l^^-^- 13 4) 

^/v) T=y^^«^^^^T«aJl 6il3«oSlf^Srm\ M^b^«^Sr#fc„ 
HX^ : 7 0. 4% 

^H-NMR (DMSO-dfl) : 8 2. 29 (3H. s), 6. 91(1H, d, 
J = 8. 3Hz), 7. 27 (IH, ddd. J = 8. 3, 2. 2, 0. 6Hz), 

7. 71 (IH, d, J = 2. 2Hz), 7. 72 (IH. d, J=8. 5Hz), 

8. 02 (IH. dd, J = 8. 5, 2. 5Hz), 8. 33 (IH, d, 3 = 2. 
5Hz), 10. 64 (IH. s). 11. 25 (IH. s). 

mi 3 5 : 2-t Kn^->-5-p(5^/W-N- [4 5^/^-3- ( M; :7/V':t 
^^^XT^ K (ft;^«lj##l 3 5) 

IR^ : 6 3. 7% 

^H-NMR (DMSO-de) : 6 2. 2 9 (3H, s), 2. 4 2 (3H. s), 
6. 89 (IH, d, J = 8. 4Hz), 7. 26 (IH. ddd, J = 8. 4, 
2. 1, 0. 6Hz), 7. 44 ( 1 H, d, J = 8. IHz), 7. 75 ( 1 H, 
d, J = 2. IHz), 7. 86 (IH. d d, J = 8. 4, 1. 8Hz), 8. 
13 (IH. d. J = 2. IHz), 10. 50 (IH, s), 11. 42 (IH. 
s). 

«a|l 3 6 : 2-t KD^i/-5-p{5^;V-N- [2-;^^/V-5- ( h y 
OJ^Jf^/W) ^^-XT^ K (^b-g'4&.#-i-l 3 6) 
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^H-NMR (DMSO-dfi) :5 2. 29 (3H, s). 2. 38(3H, s), 
6. 94 (IH, d, J = 8. 4Hz), 7. 27 ( 1 H, ddd, J=8. 4, 
2. 4. 0. 6Hz), 7. 44 (IH, d d. J = 8. 1. 1. 5Hz), 7. 
52 (IH, d, J = 7. 8Hz). 7. 84 (IH, d, J=2. 4Hz), 8. 
46 (IH, d. J = l. 5Hz), 10. 55 (IH. s). 11. 72 (IH, 
s). 

*»Jl 3 7 : 2-t KP^ri^-N- [4-p« h^i^-3- ( h P 7/l';^-o ^ ^/V) 
7 - 5 ^/V^i^XT ^ K (|b'a-«^#-^ 13 7) 

^f^/w) T^y^^^ffivNT^^i 6^i^^©^{'^^m\ mmit^m^mtco 

JR^: 6 5. 1%. 

*H-NMR (DMSO-dfi) :5 2. 35 (3H, s), 3. 89(3 H, s), 
6. 88 (IH, d, J = 8. 4Hz). 7. 26 (IH. dd. J = 8. 1, 1. 
8Hz), 7. 30 (IH, d. J = 8. 4Hz), 7. 77 (IH, d, J = 2. 
liiz), 7. 92 (IH. dd, J = 9. 0, 2. 7Hz), 8. 04 (IH, 
d. J = 2. 7Hz), 10. 42 (IH, s), 11. 54 (IH, s). 

^13 8 : 2-t Kt3dfi/-N- [2-p< h^i^-S- iV^)Z7 
yicx=.)V\ -S-^^^/W-^^-XT^ K ({k^#-tl 3 8) 
UVthX^X. 5-:^f-/\^-f-V'^/^m. S.t/f2-^ h^->-5- ih}}y/i-:tn 

^5";v) T-y ^-^fflvN-c^^ii 6 i:i^^<^^f^^tfv\ mmit'^'^^mco 

lIX^ : 7 7 . 9 % 

^H-NMR (CDC 1 3) : 5 2. 3 5 (3H, s), 4. 0 2 (3H, s), 
6. 93 (IH, d, J = 9. OHz), 6. 98 (IH, d, J=8. 4Hz), 
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7. 25-7. 2 8 (2H, in), 7. 36 ( 1 H, d d d, J = 8. 4, 2. 1, 
0. 9Hz). 8. 65)(1H, br s). 8. 73 (IH, d, J = 2. IH 
z), 11. 6 9 (IH. s). 

■§•1 3 9) 

JR^: 6 8. 8% 

mp 2 2 9-2 3 OtJ. 

'H-NMR (DMSO-de): « 6. 96 (IH, d, J = 9. OHz), 7. 
12-7. 18 (IH, m). 7. 35-7. 41 ( 2 H. m), 7. 58 ( 1 H. 
dd, J = 8. 7, 2. 7Hz), 7. 67-7. 71 (2H. m), 8. 08 (1 
H, d. J = 2. 7Hz). 10. 43 ( 1 H, s), 11. 87 (IH, s) . 

^911 40 : 5-::/ti-=e-N- O-^J^na^^^^^/W) - 2 - k Ko ^i/^^^XT 
^ K ({b^#^l 4 0) 

liZ^ : 6 3 . 1 % 

mp 2 3 1-2 3 2^:. 

^H-NMR (DMSO-de) - ^ 6. 9 7 (IH. d. J = 8. 7Hz), 7. 
19-7. 22 (IH. m), 7. 3 8-7. 4 3 (IH, m), 7. 57-7. 
6 3 (2H, m), 7. 9 1-7. 9 2 ( 1 H. m), 8. 0 1 (IH, d, J 
= 2. 7Hz). 10. 49 (IH, s). 11. 64 (IH, s) . 

^^1 4 1 : 5 — :/n-^^— N— (4 — ^J' a a 73:=/^) — 2 — t Kd ^i^^i^XT 
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5 K ab-g-^#-§-i4 1) 

;«7^D:/3-K##: BO 8 9 7 

Ml 4 2 : S-^uu--^- (2. S-i^^'nn^aiii/W) -2-tKo^i^^ 
>XT$ K 4 2) 

mi 6 t^m(D^jf^i:n\,\ mmit^t:mco 

M : 1 0. 8% 

^H-NMR (DMSO-de) :5 7. 08 (IH. d, J = 9. OHz), 7. 
24-7. 28 (IH, m), 7. 5 0-7. 54 ( 1 H, m), 7. 61 ( 1 H, 
dd, J = 9. 0, 3. OHz), 7. 97 ( 1 H. d, J = 2. 7Hz), 8. 
58 (IH, d, J = 2. 4Hz). 11. 02 ( 1 H, s), 12. 35 ( 1 H. 
b r s ). 

Ml 4 3 : (3, 4 -t^^tJ^ d n ^air^yV) -2-tKPdr$/^ 

>'XT^ K ({b#%#-f-l 4 3) 

«aj 1 6 ^ (^1io^f^^fTV^. i^mit-^^^mc. ■ 

U^ : 5 8. 2% 
mp 249-25 1'C. 

^H-NMR (DMSO-de) : 5 6. 9 7 (IH. d, J = 8. 7Hz), 7. 
57-7. 70 (3H, m), 7. 98 ( 1 H, d, J = 2. 7Hz), 8. 10 
(IH. d, J = 2. 4Hz), 10. 54 ( 1 H, s), 11. 55 (IH, s). 

1 4 4 : 5-yn^-N- (3. 5-i^7/W:tcr7 3ic^;W) -2-tKn:3|rv' 
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-<:^XT ^ K 14 4) 

T«3J 1 6 ISii(^^f^^^TV^. ^Mfk^'^Sr^fco 
iR^ : 3 6, 3% 
mp 2 5 9-2 6 It). 

»H-NMR (DMSO-de) :5 6. 96-7. 04 (2H, m), 7. 45 
-7. 54 (2H, m), 7. 58 (IH, dd, J = 8. 7, 2. 7Hz), 7. 
94 (IH. d, J = 2. 7Hz). 10. 60 ( 1 H, s) 11, 48 ( 1 H, 
s). 

^^1 4 5 : 2-T-fe h=¥iX-N- (3. 5 -5^^^ n d 7i:=:yV) ^:/XT5 K 
'a-<^#-§-l 7 2) 

>^^\,^xm2 (1) iP^<Dgif^^fiv\ mmit^i^^mtco 

IR¥ : 7 3. 5% 
mp 1 6 7-1 6 8X:. 

^H-NMR (CDCl3):fi 2. 35(3H. s), 7.14-7.18(2 
H, m), 7. 3 5-7. 40 (IH, m), 7. 52-7. 5 7 (3H, m), 7. 
81 (IH. dd, J = 7. 8. 1. 8H2), 8. 05 (IH, brs). 

t^l 4 6 : N- (3, 5-i?^nP73i=./V) -2^k Ko#i^^>'XT^ K {{t 
-a-'^#-§-l 4 5) 

K^ffl^^T0lJ2 (2) tmm(D^i¥^n\^\ mmit-B-^^mc. 

6 0. 3% 
top 2 1 8-2 1 9*C. 

^H-NMR (DMSO-de) : 5 6. 9 5-7. 0 2 (2H, m). 7. 3 5 
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-7. 36 (IH, m), 7. 42-7. 4 7 (IH, m), 7. 83-7. 87 
(3H, m), 10. 54 (IH. s), 11. 35 (IH. s). 

^147 :N- (3, 5-i^^DD7ai=/W) - 5 - 7yW:^-p- 2 - 1 K^^V 
^:^XT$ K ak-a-ifeS-i-l 4 6) 

Iftl^ : 3 3. 3% 

mp 2 5 8-2 6 OV. 

*H-NMR. (DMSO-de) : 5 7. 00-7. 0 5 (1H, m), 7. 28 

-7. 37 (2H, m), 7. 63 (l H, d d , J = 9. 3, 3. 3Hz), 7. 
84 (2H. d. J = 2. IHz). 10. 56 (IH. s). 11. 23 ( 1 H. 
s). 

tS|l 48 : 5-^Pn-N- (3, 5 -i^^ 3^=^A^y -2-t Kn^Sri/^ 

VXT ^ K (it^!^^-^ 14 7) 

itZ^ : 4 1. 2% 

^H-NMR (DMSO-dg) :S 7. 03 (IH, d, J = 9. OHz), 7. 
36-7. 3 7 (IH. m). 7. 48 (IH. dd. J = 8. 7, 2. 7Hz). 
7. 83-7. 84 (3H. m), 10. 56 (IH, s), 11. 44 ( 1 H, 
s). 

^^1 4 9 : 5-7'cJ^-N- (3, 5 -i^^ u ay -2-kFci^ix^ 

yxr^ K (it-^^m-^i 4 8) 
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^ji 6tmm<owmn\f\ ^mit^i:mito 

W : 6 1. 6% 

mp 243-244'C. 

^H-NMR (DMSO-dg): 8 6. 9 8 (IH, d, J = 8. 7Hz), 7. 
36-7. 3 7 (IH, m), 7. 59 ( 1 H, dd, J = 9. 0, 2. 4Hz), 
7. 83 (2H, d, J = l. 8Hz), 7. 95 (IH, d, J = 2. 4Hz), 
10.56 (IH, s), 11. 46 (IH, s). 

«ajl50:N- (3, 5-i;?^nn73i=./V) - 2 - 1 Kp '^r'^'- 5 - 3*- K'< 
:^XT$ K iit^mm^ 14 9) 

W : 6 5. 4% 
mp 244-245'C. 

^H-NMR (DMSO-de): 5 6. 84 (IH, d, J = 9. OHz), 
7. 35-7. 37 (IH, m), 7. 72 (IH, dd, J = 9. 0, 2. 1 
Hz), 7. 83 (2H, d, J = l. 8Hz), 8. 09 ( 1 H, d, J = 2. 
IHz), 10. 55 (IH, s), 11. 45 (IH, s) . 

^a|151:3, 5-v^7'n^-N- (3. 5 -i^rJ' P D 7 - 2 - t Kn 
^-y-<i^:^T^ K ({b'g'#>#^l 5 0). 
mntVXs 3, 5-i?::/a^f y^/>Sex &U^3, 5-i^:J'nnTc=iy ^'^ 

W : 4 4. 2% 
mp 18 1-18 210. 

'H-NMR (DMSO-de): 5 7. 42-7. 4 3 (IH. m). 7. 80 
(2H, d. J = l. 8Hz), 8. 03 (IH, d. J = 2. IHz). 8. 1 
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7 (IH, d. J = 2. IHz), 10. 82 (IH. s). 

5 2 : 4-:J'nn-N- (3, 5 - v^^i' p p 7 ai^yV) -2-t: Ko^lri^^ 

1 6 mm<o^^^n\'\ mmit^m^nfto 

i\SLm : 5 7 . 2 % 

mp 2 5 5-2 5 e^C. 

^H-NMR (DMSO-de) - S 7. 03-7. 06 (2H, m), 7. 34 
-7. 3 6 (IH, m), 7. 8 2-7. 8 5 (3H.m), 10. 5 1 (IH, s), 
11. 70 (IH, brs). 

ifijl 5 3 : N- (3, 5-i;^^ Pn^aiciyv) -2-t: KpdE^'>-5-= h p^ 
^XT^ K ab-a-'feS-^l 5 2) 
^'^^hVX. 5-=hPf-y^/V^. JlTJfS, 5-i?i{'PP7'^y ><^fflV^-C 

W: 83. 1 % 
mp 2 3 2—2 3 3. 

^H-NMR (DMSO-de) : 5 7. 16 (IH, d, J = 9. 6Hz), 
7. 3 7-7. 3 9 (IH, m), 7. 84 (1 H, d, J = 2. IHz). 8. 
29 (IH, dd, J = 9. 0, 3. OHz), 8. 65 ( 1 H, d,.J = 3. 0 
Hz), 10. 8 3 (IH, s). 

^BJ 1 5 4 : N- ( 3 , 5 ->^^ P p 7 i—zl') -2-1: Kp =^v^- 5 
^XT $ K (-fb-g-tJS-f - 15 3) 
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7 1.0% 
mp 2 16-2 1 7X:. 

'H-NMR (DMSO-dfi) : 5 2. 2 8 (3H, s), 6. 90 (1 H, 
d. J = 8. 4Hz), 7. 26 (IH. dd. J = 8. 7. 1. 8Hz), 7. 
34-7. 36 (IH, m), 7. 67 (IH, d, J = l. 5Hz), 7. 85 
(2H. d, J = l. 8Hz), 10. 52 (IH. s), 11. 15 (IH, s). 

^J155:N- (3, S-i^^unyz^^/l^) - 2 - t Ko =^ri^- 5 h =?r'> 
^^-XT^ K Ut-^mm-^l 5 4) 

xm 1 6 1 mm(om^^n\'\ mmit^m^mco 

ItZ^ : 2 9 . 8 % 

mp 2 3 0-2 3 2*0. 

^H-NMR (DMSO-d6):5 3. 7 6 (3H. s). 6. 9 5 (IH, 
d, J = 8. 7Hz), 7. 08 ( 1 H, dd, J = 9. 0, 3. OHz), 7. 
3 5-7. 3 6 (IH, m). 7. 40 (.1 H, d, J = 3. OHz), 7. 85 
(2H, d, J = l. 5Hz), 10. 55 (IH, s), 10. 95 (IH, s). 

«ajl 5 6 : 5-:/n^e--2-fc Kndf-V-N- (3, 4, 5- hV tiny 3^=. 
/W) -<>'XT$ K iit^i^^-^ 15 5) 
m'^tLX. 5-::^P^1^y^7Hfe, S.0«3, 4. 5-hV :i^nnT:^V 

JR^ : 7 8 . 6 % 

mp 2 9 7-2 9 9''C. 

^H-NMR (DMSO-de) : 5 6- 98 (IH, d, J = 9. OHz), 7. 
58 (IH, dd, J=8. 4, 2. 4Hz), 7. 95 (IH, d, J = 2. 4 
Hz). 8. 03 (IH, s), 10. 58 (IH, s), 11. 49 (IH, s). 
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mi57 : 5-:/n*-2-t Kn:Sfe/-N- (3, 5 n o - 4 - 1 Kp 
=af^/7 = =;w) ^yXT5 K (it^^m^l 5 6) 

2 2. 5%) ^nito 

'H-NMR (DMSO-de): 8 6. 96 ( 1 H, d, J = 8. 7Hz), 7. 
58 (IH, dd, J = 8. 7, 2. 4Hz), 7. 76 (2H, s), 8. 01 
(IH, d, J = 2. 4Hz), 10. 03 (IH, s), 10. 36 (IH, s), 
11.67 (IH. b r s). 

^?ijl 5 8 : 5-i5'nP-2-t Kp^v'-N- (2, 3, 4, 5, G-^^^^y 
ilJp|-i:UT. S-^PPf-y^^/Vgl, &052, 3, 4, 5, 6-^:/^7/V:*- 
: 5 8 . 6 % 

'H-NMR (DMSO-de) --S 7. 07 (IH. d, J = 8, 7Hz), 7. 
53 (IH, dd, J = 8. 7, 2. 7Hz), 7. 91 (IH, d, J = 2. 7 
Hz), 10. 38 (IH, brs), 11. 74 (IH, brs). 

^^!ll 5 9 : 5-:/P^-N- (3. ^-i^=-Vny 2-tKP:3f5/-^ 
VXT^ K Wk-g-^JS-^l 5 8) 
WMt\.X^ 5-:/P^f-y^/vm, 2%^t)?3. 5-i^:=^hPT=y >'^ffiV^T 

3 2. 2% 
mp 258-260'C. 

'H-NMR (DMSO-de) :6 6. 98-7. 02 (IH, m), 7. 59 
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-7. 63 (IH, m), 7. 9 6-7. 9 7 (IH, m), 8. 56-8. 58 
(IH, m), 9. 0 3-9. 0 5 (2H, m), 11. 0 4 (IH, s), 11. 
3 9 (IH, b r s). 

1 6 0 : N- { 2, Lil. 1 a^^/W] 73i=/W - 5 - 

^ciD-2-tKn ^-y^l^:KT 5. K 15 9) 

M : 7 5. 7% 

'H-NMR (DMSO-de) : S 1. 27 (9 H, s). 1. 33(9 H, s), 
7. 04 (IH, d, J = 9. OHz), 7. 26 ( 1 H. dd, J=8. 4, 2. 
IHz), 7. 3 5-7. 3 8 (2H, m), 7, 49 (IH, dd. J = 8. 7, 
2. 7Hz), 8. 07 (IH, d, J = 2. 4Hz), 10. 22 ( 1 H, s), 
1 2. 3 8 (IH, b r s). 

^ajl 6 1 : 5-^pn-N- [5- (1. 3i^/W-2-p( h^i^ 

y _ 2 - 1 K p i^-<:/XT $ K {.{^'kmm^ 16 0) 

mi|Sl-iUT. 5-tJ^nof-y^/l'i&. 2S^TJf5- [(1, I-v^t^^/V) 

- 2 - h :^i^T=^ y >'Mv^-c0!1 1 6 i mk(ow(^^'^\^^mmc%m^'^ii.o 

IR^ : 8 9. 5% 

^H-NMR (DMSO-de) 1- 28 (9H, s), 3. 33(3 H, s), 

7. 01 (IH, d, J = 8. 7Hz). 7. 05 (IH, d, J = 9. OHz). 
7. 11 (IH. dd, J = 8. 7, 2. 4Hz), 7. 47 (IH, d d, J = 
9. 0, 3. OHz). 7. 99 ( 1 H, d, J = 3. OHz), 8. 49 (IH, 
d, J = 2. 4Hz), 10. 78 ( 1 H. s). 12. 03 (IH, s). 

^Jl 6 2 : 5-:/p*-N- (3. 5 ^^/l^^ad/W) -2-t Kn^'>"< 
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:/XT ^ K iit^mm-^ 16 1) 

0<ji 6 tmm<D^iff^n\^\ mm^^mmtco 

JlX^ : 5 8 . 1 % 
mp 18 8-19 Ot:. 

*H-NMR (DMSO-dfl) : 5 2. 2 8 (6H, s), 6. 80 ( 1 H, 
s), 6. 96 (IH, d, J = 8. 7Hz), 7. 33 (2H, s), 7. 58 (1 
H, dd, J = 9, 0, 2. 4Hz), 8. 10 ( 1 H, d, J=2. 4Hz), 
10. 29 (IH, s), 11. 93 (IH, brs). 

«ail6 3:N- {3, [(1, 3^^;U3 7zc=/W -5- 

>^ n D - 2 - 1 Kd dri/^VXT $ K (|k-g^#i#-^ 16 2) 

aif^/w] T:ij;^SrfflVNT«»Jl 6i:l^!molft^^Srm\ «lja<b^'fe»^^:feo 
IR^: 3 4. 1% 

^H-NMR (CDCla):^ 1. 26 (18 H, s), 6. 99 (IH, d. 
J = 8. 7Hz). 7. 29 (IH, t, J = l. 8Hz), 7. 39 (1. dd. 
J = 9. 0, 2. 4Hz), 7. 41 (2H, d, J=l. 5Hz), 7. 51 (1 
H, d, J = 2. IHz). 7. 81 (IH. br s), 12. 01 (IH, s). 

011164 :N- {3, 5-lf;^ [(l, l-i^p<5^/W) ^f-zl^l y -5- 
^p^_2-t Ko=3E^'y^:/XT^ K «b^##l 6 3) 
0i|s^i:Lr. S-ye^i^y^^/HI, &tJ«3, [(1, i-i^T^^^/v) 

31 T=y :/^:ffiv^•c#iJl 6ii^ti<^^f^^fTV\ mmit^m^m^o 

ItX^ : 4 5 . 2 % 

^H-NMR (DMSO-de. 8) : 1 . 30 (18 H, s), 6. 95 (IH. 
d, J = 8. 7Hz), 7. 20 (IH. t. J = l. 5Hz). 7. 56 (2H, 
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d. J = l. 5Hz), 7. 58 (IH. d d, J = 8. 7. 2. 4Hz), 8. 
12 (IH, d, J = 2. 7Hz). 10. 39 ( 1 H. s), 11. 98 (IH. 
s). 

mi 6 5 : 5-^nn-2-\^ Vtt^-y- is, 5, 5, 8, 8 — 

-5. 6, 7, 8-7"b9t Kn-^^^^y-a — T/W ^i^XT 5 K Wk-^ 

#-§•16 4) 

m'^tVX. S-^uu-^V^/l^^s RX}^2-T^y-3. 5, 5, 8. 8- 

^^'^'p^ 5^/1^- 5, 6, 7, a-Th^Mh^oi-y^u^^m^r^xmietmm 

W : 7 7. 5% 

^H-NMR (DMSO-dg) : 6 1 . 2 3 (6 H, s ), 1 . 2 4 (6 H, s ), 
1. 64 {4H, s), 2. 19 (3H. s), 7. 13 ( 1 H. d, J = 9. 0 
Hz), 7. 20 (IH, s), 7. 49 (IH, dd, J=8. 7, 2. 7Hz), 
7. 67 (IH. s), 8. 04 ( 1 H, d, J = 2. 7Hz), 10. 23 (1 
H, s), 12. 2 6 (IH, s). 

^R|16 6 : N- (l:f7 3;c=/l^-3->f/V) - 5 o n- 2 - t Kaap ^/^^^X 
K 6 5) 

6a:P^©^f^^^=fTV\ :^jl^b'a>i^i^#ito 
IR^: 7 5. 6% 

^H-NMR (DMSO-de): 8 7. 04 (IH, d, J = 8. 7Hz), 7. 
35-7. 44 (IH, m), 7. 45-7. 54 (5H, m), 7. 65-7. 
68 (2H, m). 7. 72 ( 1 H, dt, J = 7. 2. IHz). 7. 99 (1 
H, d, J = 3. OHz), 8. 0 3 (IH, m). 10. 5 0 ( 1 H, s), 11. 
8 3 (IH, b r s). 
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^167 : 5-^nP-2-t Kndj^-y-N- (4-p« h^i/lf 3 - 

/l') -<:xXT 5 K ('fk^#>#-^ 16 6) 

JR^ : 3 7. 0% 

^H-NMR (DMSO-de) : 6 3. 9 5 ( 3 H, s), 7. 0 8 ( 1 H, d, 
J = 8. 7Hz). 7. 20 (IH. d, J=8. 4Hz), 7. 34 ( 1 H, t, 
J = 7, 2Hz). 7. 40-7. 5 0 (4H, m), 7, 62 ( 1 H, d, J = 
8. 7Hz), 8. 00 (IH, d, J = 3. OHz), 8. 77 (IH, d, J 
= 2. IHz), 10. 92 (IH, s). 12. 09 (IH, s). 

*ajl 6 8 : 5-:/n*-N- (2, 5 -i^^ h -2-fcKodri/ 
^^-XT $ K iit^(^^^ 16 7) 

T^i 6 i: p^(D^f^<^tf v\ mmit^i^^mu 

JlX^ : 3 9 . 7 % 

^H-NMR (DMSO-de) 5 3.7 2 (3H, s), 3. 8 4 (3H. s), 
6. 66 (IH, ddd, J = 9. 0, 3. 0, 0. 6Hz), 6. 99-7. 0 
3 (2H, m). 7. 58 (IH, ddd, J = 9. 0, 2. 7, 0. 6H2), 
8. 10 (IH, dd, J = 2. 4, 0. 6Hz), 8. 12 (IH, d, J = 3. 
OHz), 10. 87 (IH, s), 12. 08 (IH, s). 

Fdl 6 9 : 5-7^n^-N- (3, 5 -i^^ h^f^i/^ ai^^/W) -2-tKodf>:^ 
^>XT $ K (it^m^-^ 16 8) 
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iR^ : 4 0. 3% 

mp 20 7-209*0. 

^H-NMR (DMSO-de) : 8 3. 75 (6H, s). 6. 30-6. 32 
(IH, m). 6. 94-6. 9 7 (3H, m). 7. 57 (IH, d d, J = 8. 
7. 2. 4Hz), 8. 04 (IH, d, J = 2. 4Hz), 10. 32 (IH, 
s), 11. 7 8 (IH. s). 

^1 7 0 : 5-^ DP-N- (3-T-fe5^/1^7 3;=/W) - 2 - t Ki3#->^i^X 
K «b^#>#-^l 6 9) 

: 8 0. 0% 

'H-NMR (DMSO-de) ■ 5 2. 60(3H. s), 7. 03(1H. d, 
J = 9. OHz). 7. 49 (IH, d d, 1 = 9. 0, 3. OHz), 7. 54 
(IH, t, J = 8. IHz), 7. 76 (IH. dq, J = 7. 8, 0. 9Hz). 
7. 9 6-8. 00 (2,H, m), 8. 30 ( 1 H, t, J = l. 8Hz), .10. 

5 6 (IH. s), 11. 7 5 (IH. s). 

^ajl 7 1 : 5- {C(5-:/n^-2-k Kn^ri^) ^-yi/^f/U^ T^y] -T^^ 
^/um iit^m^-^ 17 0) 

i>l;^•r/^^fflv^•C^RIl 6a:P^©«|f^<^m\ ^M-fb-a-^feSr^fco 

W: 7 4. 1% 

mp 2 5 4-2 5 6*0. 

^H-NMR (DMSO-da) : 6 3. 9 2 (6H, s ). 6. 97 ( 1 H, 
d, J = 9. OHz), 7. 60 (IH, dd, J = 9. 0, 2. 4Hz), 8. 

06 (IH, d, J = 2. 4Hz), 8. 24-8. 25 ( 1 H. m). 8. 62 
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(2H, m), 10. 7 1 (IH, s). 11. 5 7 ( 1 H. s). 

«ajl72:N- {4- [3- (2, 3 -i?^' n n 5":^!^ W K] 

- 2 - 1 K n :/-<>XT ^ K «b-g"<fe(#-^ 17 1) 

JIS3'lS5c :Maybr i dgelt 
*^'n^##:RDR 0 1434 

^»I173:N- {2, 5-1:';^ [(1, l-i?^^/W) ai^^/V] ^ai^/W -2- 
t Kn 5 - p« 5 K iit^mm^ 17 3) 

iliN-i:UT. 5-pJ^/H^y5^7^il, S.tJ«2, [(l. l-e?p«5^/W 

T= y ^^ffiVNT^O 1 6 i: P^(D^{t^m\ ^®^b-a'tl^#fe„ 
: 6 1 . 1 % 

^H-NMR (DMSO-de) : « 1 . 2 7 (9 H, s ), 1 . 3 3 (9 H, s ), 
2. 28 (3H, s), 6. 89 (IH, d, J = 8. IHz), 7. 24 ( 1 H, 
d, J = 2. IHz), 7. 27 (IH, d, J = 2. IHz), 7. 32 ( 1 H, 
d, J = 2. 4Hz). 7. 37 (IH, d, J = 8. 4Hz), 7. 88 ( 1 H, 
d, J = l. 5Hz), 10. 15 (IH, s), 11. 98 ( 1 H, br s). 

«SJ174: 2-T-feh^t^-N- {3. [(1, l-v^p^^^/P) ^if^/v] 

y:i.^M - 5 o o-<:^xr $ K (<b^«^#-^ 17 4) 

m^^tVX, N- {3, 5-1^:^ [(1, l—'Jpi^/U) az^/V] 7 - 
W : 6 6 . 1 % 

^H-NMR (CDC 1 a) : 6 1. 3 4 ( 1 8 H. s). 2. 3 6 (3H. s), 
7. 12 (IH. d, J = 8. 4Hz).7. 25 ( 1 H, d, J = l. 5Hz), 
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7. 44 (2H. d, J = l. 2Hz). 7. 47 ( 1 H. dd, J = 8. 7, 2. 
7Hz), 7. 87 (IH, d, J = 2. 4Hz), 7. 98 (IH, s). 

mi7 5:N-{3. [(1, ^f'f^'] y - 2- 

t Ki3 5 h n^:^XT ^ K Gk-^ife*-^ 17 5) 
W : 4 6.. 7% 

'H-NMR (CDC 1 a) : 6 1. 3 7 ( 1 8 H, s), 7. 13 ( 1 H, d, 
J = 9. 3Hz), 7. 32 (IH. t, J = l. 8Hz), 7. 46 (2H, d, 
J = l. 8Hz), 8. 07 (IH. s). 8. 33 ( 1 H. dd, J = 9. 3, 
2. IHz). 8. 59 (IH. d. J = 2. 4Hz). 13. 14 ( 1 H, s). 

^aj 1 7 6 : N- { 3 , 5 - If;^ [( 1 . 1 ^/V) ^airr/v} - 2 - 

fc Kn^e/-5-7«5^/W^>'XT^ K (^b'a'fe##l 7 6) 
mMt\^Xs 5-^5^/^f-y^/W^, S:tJ^3. 5-t*;:^ [(1. l-i^p?^/l^) 

T=y>'^s^fflv^T^fal 6iiRi^oisf^^tTV\ ^S{b^ife^^ffc„ 

JR^ : 1 6 . 3 % 

^H-NMR (CDC 1 3) : 6 1.3 5(1 8H, s). 2.3 5 (3H, s), 
6. 94 (IH, d. H=8. 4Hz), 7. 23-7. 2 8 (2H, m). 7. 
31 (IH, s), 7. 42 (IH. d, J = l. 8Hz). 7. 88 (IH, s), 
11.86 (IH. s). 

^aj 1 7 7 : N- { 3 . 5 - If [( 1 . ^/V) oi^/U] y ^c^yV} - 2 - 

t Kn^i^-5-> h=3fiX^:/XT$ K (ib-a-^l^-^l 7 7) 
MifS^^LT. 5-p< h^E^i^f-y^/Wife. 2itK3. 5-lf;^[(l. l-e?;?«^/U) 



257 



wo 02/49632 PCT/JP0mi084 

IRJ^ : 1 2 . 7 % 

'H-NMR (DMSO-de): 8 3. 5 6 (3H. s), 7. 0 1 ( 1 H, d. 
J = 9. OHz), 7. 11 (IH. dd, J = 9. 0, 3. OHz), 7. 52 
-7. 56 (2H, m), 7. 83 ( 1 H, d, J = 8. IHz). 8. 95 (1 
H, d, J = l. 5Hz), 11. 29 (IH. s), 11. 63 (IH, s). 

mi 7 8 : 2-7± [5- (l, 1 

/V-2-^ ^:/XT$ K Wb-a-'^S-^l 7 8) 

mtVX. 5-^PCi-N- [5- (1, aif^/U-2-j?< h 

J|X^ : 8 7 . 5 % 

'H-NMR (CDC 1 3) : 5 1.3 5 (9H. s), 2.3 7 (3H. s), 
3. 91 (3H. s), 6. 86 ( 1 H. d. J = 8. 7Hz),7. 12 ( 1 H, 
dd, J = 8. 7, 2. 4Hz), 7. 13 (IH, d, J = 9. OHz), 7. 
47 (IH, dd, J = 9. 0, 2. 4Hz), 8. 02 ( 1 H, d, 3 = 2. 7 
Hz), 8. 66 (IH. d, J = 2. 4Hz), 8. 93 (IH, s). 

«SJ1 7 9 : N- [5- (1, ai^/v-2-p< h ilrix7 rcc^/l.] - 

2-t Ko^^/-5-7«^/>-^yXT$ K (ib-a^i^S-t 1 7 8) 
. mntLX. 5-p<^/Vf-y5^/V^, S:TJ«5- (1, l-i?^5^/W) rcf^/V- 
2 - h :¥i^T- y >'Srffi VNT<« 1 6 i ll^(^S|f^^#VN, «l®'fb^«r#fc, 
IR^: 8 4. 7% 

»H-NMR (CDCl3):6 i; 35 (9H, s). 2. 34 (3H. s), 
3. 93 (3H, s), 6. 86 ( 1 H, d, J = 8. 7Hz). 6. 93 (IH. 
d. J = 8. 4Hz), 7. 12 (IH, d d, J= 8 . 7, 2. 4Hz), 7. 2 
4 (IH, dd, J = 8. 4, 1. 8Hz), 7. 27 ( 1 H, br s), 8. 
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48 (IH, d,J=2. 4Hz), 8. 61 (IH, brs). 11. 95 (IH. 
s). 

mi 80: 5-:/o^-2-t Kn:^-t<'-N- /l'-2 — T/W ^i^X 

K ({b-^'JSjS-i-l 8 0) 

m^ti^x, 5-:/o^f-y^/HI, &tJ«2-T^y5^T)/-/w^ffiv^TMi 

M : 1 2. 0% 
mp 2 1 2*C (d e c.) . 
^H-NMR (DMSO-de) : S 6. 94(1 H, brd. J = 8. OHz), 
7. 25 (IH, brd, J = 3. 2Hz). 7. 56 (2H, m), 8. 05 (1 
H. d, J==2. 8Hz). 

«a|l 81 : 5-yn^-N- {4- [(1, 1-S^pi^/U) ^r^Z—A^- 
2— T/W -2-t Knd^i/-<^^XT5 K «b-a-tl#-^l 8 6) 

(1) 2-T$y-4- [(1, l->:;f7{^/W) ^T^-j^ 
l-:/i3^-3. 3--J^7«5^/V-2-:^^/:^ (5. 03g, 28. Immo 

1), 5':^!>W'T (2. 3 5 g, 3 0. 9mmo 1 ), ai^/— (3 OmL) <0 

(^=¥1^:^ : i^^3i^/>=2 : 1-*1 : 1) -CMM UT^^M-fk-g-^l 
©HefeiS^?^ (3. 9 9g, 9 0. 9%) ^#fCo 

.^H-NMR (CDClg):^ 1. 26 (9H, s), 4. 96 (2H. brs), 
6. 09 (IH, s). 

(2) 2-T-fe h^i^-S-T'n^-N- {4- [(1. 1 -i^p^ ^/V) acf^/l^] 
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LT. 2 -T-fe h drv/- 5 2 -T $ / - 4 - [( 1 , 

JR^ : 5 9. 4% 

^H-NMR (CDC 1 s) : 6 1. 3 1 (9H. s), 2. 4 4 (3H. s).. 
6. 60 (IH, s), 7. 13 (IH, d, J=8. 4Hz), 7. 68 ( 1 H. 
dd, J = 8. 7. 2. 4Hz), 8. 17 ( 1 H. d. J = 2. 4Hz), 9. 
7 2 (IH. b r s). 

(3) 5->^0^-N- {4- [(1, l-i?p<5^/V) oc^^/V] 5^7>^w-;v_2- 
^ /V} - 2 - 1 Kci ^i/^i^XT 5: K 

2-T-fe h^i/-5-:/n^-N- {4- [(1, 1-S^;^5^/V) ot^/V] 
/l'-2--f/U} ^i^XT^ K (1 0 0. Img, 0. 2 5 mm o 1 ) Stt" h 
7fcKD77>' (SmL) icm^V. 2M'^:mi\:.i- h V ^ (0. 2ml) 

{k-g-#><^efe«&* (7 0. Img. 7 8. 9%) ^#]^„ 

'H-NMR (DMSO-dg) :6 1. 30(9H, s), 6. 80(1H, b 
rs), 6. 95 (IH, brs), 7. 57 (IH. brs), 8. 06 (IH. 
d. J = 2. 4Hz), 11. 82 (IH. brs), 13. 27 ( 1 H, brs). 

mi 8 2 : 5-y^P^-N- {5 -yo^-4- [(1, oif^/w] 
y— /V- 2 -^/U) - 2 - t Ko dri^^^-XT ^ K iit^^^^- 18 1) 
(1) 2-T-fe h^i^-5 -:/ci^-N- {5-:/n^-4- [(1, 
/W) ^x^r— /v_2->r/H ^i^XT$ K 
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h=¥v'-5-yn^-N- {4 - [(1. ai^/U] ^ 

^./w.,v,_2-^/U} -<:/XT5 K (0. 20g, 0. 5 Ommo 1) «rT-fe h 
= M;/V(10inL) (Cl^^^U. N-yo^;^:J'^/y-r 5 K (9 7. 9mg. 0. 
5 5mmo 1) ^APX.. ^aT'lW^J^Lfc, ^^^i^fe^^:^^J^^gifilU 

(2) 5-:/n^-N- {5-:/o*-4- [(1, 1 - v't^ ^/W) ^f^/^] 
/— /U- 2 --(M - 2 - 1 Kp ^i/^i^X7 $ K 

mntX^X^ h=^ri/-5-:/p^-N- {5-:?'n^-4- [(1. 1 

-i^pf^/W) 3^5^/1^] ^Ty'wV-2--r/W '^^'XT^: Ki^fflV^X«»j2 (2) 

JUl^: 9 0. 9% (2X:g) 

^H-NMR (DMSO-dg) : 5 1.4 2 (9H, s), 6.9 9 (IH, d, 
J = 8. 7Hz), 7. 61 (IH, dd. J = 8. 7, 2. 7Hz), 8. 02 
(IH, d, J = 2. 4Hz), 11. 79 (IH. brs). 12. 00 (1 H, 
b r s). 

^J18 3 : C5-yo^-4- ( p< ^^/V) f-T^ 

2 --r /l^] - 2 - 1 Kn ^^^^l^XT X K {{Y.'^m^^- 18 2) 

Sr^fc (2 -T^y-5-:/n^-4 - ( h y 7/V:d-n;;i^/W) 5^T/-7W: J. 
Heterocycl. Chem., 1991, 28, 1017. #^)o 
W : 2 2. 4% 
mp 2 1 St: (d e c.) . 
'H-NMR (DMSO-de): 5 7. 00 ( 1 H, d, J = 8. 8Hz), 
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7. 61 (IH, dd, J = 8. 8, 2. 8Hz). 7. 97 (IH, d, J = 2. 
4Hz). 

^?iJ184 : 5-:^OD-N- {S-'^TZ-A- [(1, 3i5^/W] 
^ry— /U-2--f /W -2-t: Ka^i^^i^XT^ K 

(1) a-:^n^-lf/-?n^/l/T-fe 

}f/<X2^/UT±h=-hV/\^ (1. OOg, 7. 9 9mmo 1) (1 
5mL) IC^^i^U N-7'o^;^^v'W ^ K (1. 4 2g, 7. 9 9mmol) 

5^/V=4 : 1) •CJfi|$5lbX*|IM<b-a'#>O^ISfe:^-^/V (1. 4 3 g, 8 7. 9%) 
^H-NMR (CDCl3):5 1. 3 3 (9H. s), 5. 1 0 (i.H. s). 

(2) 2-T^y- 5-->T/- {4- [(1, Jc^/W] ^T^/— 
;v 

T«aji8i (1) bnm.<o%^^n\>\ wMit^m^nito 

JtZ^:.6 6. 3% 

^H-NMR (CDC1,):5 1. 4 1 (9H, s), 5. 3 2 (2H, s). 

(3) S-ri^no-N- {5-i^Ty-4- [(l, ai^^/W] 
>^'-/^-2->f/W -2-fc Ko^i^'<i^XT$ K 

MJ|S|-i LX. 5 - P ^1^ y 5"/l/M.&t;52 -T ^ y - 5 - v^T/ -{ 4 - [( 1 , 
l-i^^9"/i-) ^5^/1-] f^ry-yw^r^v^T^aJl 6 i:P^©jtf^^m\ ^Mlb 

IR^: 6 3. 4% 
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^H-NMR (DMSO-de) :« 1. 43(9H, s), 7. 06(1H, d, 
J = 8. 7Hz), 7. 51 (IH, dd, J = 8. 7, 3. OHz), 7. 85 
(IH. d, J = 2. 7Hz), 12. 31 (2H. br). 

«f!ll 8 5 : 5-:/n^-N- {5-i^T/-4- [(1, l-i^^9"/V) aif^/W] 
^TV'-ZW- 2 ->r/V} - 2 - 1 Kn '^e^'OXT ^ K Wb'g''^#-t 18 4) 
1^3N-il U-C. 5-:^n^f-y5"/U^,^t52-T^y-5-i/7'y-{4-[(l, 

JlJlJ^ : 6 1. 3% 

^H-NMR (DMSO-de) ■ ^ 1 . 4 3 ( 9 H, s ), 7 . 0 0 ( 1 H, d , 
J = 8. 7Hz), 7. 62 (IH. d d, J = 8. 7, 2. 7Hz), 7. 97 
(IH, d, J = 2. 7Hz), 11. 75 (IH, br), 12. 43 ( 1 H, 
b r). 

/V) ^y:XT^ K iit-^mm-^i 8 5) 
mntVX. 5-r^o^1^y5^/^Sg, Jlt52-T5y-5-;^^/l'^T)/->'V 

IR^ : 1 2. 9% 

^H-NMR (DMSO-de) 2. 33(3H, s), 6. 91(1H, d, 

J = 7. 6Hz), 7. 26 (IH. s). 7. 54 (IH, d, J = 9. 6Hz), 
8. 03 (IH, d. J = 2. 8Hz). 

«»J1 8 7 : (4, 5 ->^p« ^^/l^^^T^— /V- 2 -^/W) -2- 

k Ko5?ri^-<:/XT5 K iit^mm-^'l 8 7) 
l^^iUT. 5->^^^•^^yf-/^^^ 2S.a?2-T$y-4. 5-S^;^5"/V^T 
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IR* : 1 4. 4% 

^H-NMR (DMSO-dg) :5 2. 18(3H, s), 2, 22(3H, s). 

6. 89 (IH. d. J = 8. 8Hz), 7. 51 (IH, d. J=6. 8H2), 
8. 02 (IH, d, J = 2. 8H2), 13. 23 (IH, brs). 

- 2 - k Ko VXT $ K iit^^m-^ 18 8) 

=^/i^^T:/-j\^^^\,^xmi 6 i:mm<o^^^n^\ i^mit^m^mc (2-t 

$ /- 5-p«5^/V- 4-:7 3ic^;>^T>'— /l^ rYakugaku Zasshi, 

1961, 8 1, 145 6. #Rg)o 

W : 2 7 . 7 % 

mp 243-244*C. 

^H-NMR (CD3OD) :5 2. 47 (3H, s), 6. 92 (IH, d, J 
= 8. 7Hz), 7. 36-7. 41 ( 1 H, m), 7. 44-7. 50 (2H, 
m), 7. 53 (IH, dd, J = 9. 0, 2. 7Hz), 7. 57-7. 61 (2 
H, m), 8. 16 (IH, d, J = 2. 7Hz) . 

Ml 8 9 : [4-^5^/U-5- (4 -7/l':tn 7^— /U) 

2 ->f /V] - 2 - 1 K o ^i^^i^XT ^ K ({b-a-*^*-^ 18 9) 
W.i^t UT. (4-7A'itn7 3i:=7V) T-fe h:/>SrfflVNr^?!ll 8 4 (1) ~ (3) 

ItZ^ : 2 8. 8% (3X@) 
(1) a-:/o^- (4-7/v;^-P73i=/w) T-feh:^ 

'H-NMR (CDC 1 a) : 6 2.3 3 (3H, s), 5.4 1 ( 1 H, s), 

7. 07 (2H, t, J = 8. 7Hz), 7. 43 (2H, d d, J = 8. 7, 5. 
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IHz). 

(2) 2-r^/-4-p«^/V-5- (4-7/V;*-P7ai=./V) ^T>^— 
'H-NMR (CDCls):^ 2. 27 (3H, s), 4. 88 (2H, s). 
7. 07 (2H, t, J = 8. 7Hz). 7. 32 (2H, dd, J = 8. 7. 5. 
4Hz). 

(3) 5-:^n^-N- [4-;?<^/W-5- (4 5^T>^— 
/W- 2 --Y/U] - 2 - k Ko dri/^yXT 5 K 

^H-NMR (DMSO-de) : 8 2. 36 (3H, s), 6. 95(1H, d, 
J = 8. 4Hz). 7. 33 (2H, t, J = 8. 7Hz), 7. 52-7. 59 

(3H, m), 8. 06 (IH, d. J = 3. OHz), 12. 01-13. 65 

(2H, b r). 

^SJl 9 0 : 5-:/p^-N- {4-^5^/V-5- [3- ( 7/V;t-p 
19 0) 

m^l^tl^X. 3- ( h y 7/l-;rPp<5'/l') >'3i::^/V'T-fe h:/Sr^V>T^ajl 8 4 

(1) ~ (3) tmm<omi¥^m\ ^it^^rmft. 

J|5t^: 3 9. 8% (SXm) 

(1) a-::^p^-3- (h])yji^irn;i^/u) :7 3i=/PT-fe hi^ 
^H-NMR (CDC 1 3) : 5 2. 3 8 (3H. s), 5. 4 3 (1 H. s), 
7. 52 (IH, t. J = 7. 8Hz), 7. 61-7. 66 (2H, m), 7. 
6 9-7. 70 (IH, m). 

(2) 2-T$ /-4-p«5i->'V-5- [3- ( h y 7/V;rP p< 

^H-NMR (CDC 1 3) : 6 2. 3 2 (3H, s), 4. 9 5 (2H, s), 
7. 4 6-7. 5 6 (3H, m), 7. 5 9-7. 6 1 (IH, m). 

(3) 5-:/p^-N- {4-^^/V-5- [3- (hV7/\^:tn^i^/l') y x. 
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'H-NMR (DMSO-de) :5 2. 40 (3H. s), 6. 97 (IH, d, 
J = 8. 7Hz), 7. 59 (IH, dd. J = 8. 7, 2. 4Hz), 7. 71 
-7. 84 (4H, m), (2H, m), 8. 06 ( 1 H, d, J = 2. 4Hz), 
12. 09 (IH. br), 12. 91-13. 63 (IH, b r). 

Ml 9 1 : 5-:/p^-N- {4- [(1. l-v^p^^^^U) -s-j^^^u 
5^Ti/wW-2-'l'/W -2-t Ko^i^^:/XT^ K Ut'^m^-^l 9 1) 
M^^iUT. 2, 2-i?p<f^/^-3-'^=3f^1^/:/'S^fflV^■C^aJl 8 4 (1)~(3) 

JlS:^: 1 7. 0% (3Xig) 

(2) 2-T^/-4- [(1, l-v?p{^/V) - ^ -:x,^^^^Yy-Jl- 
^H-NMR (CDCl3):5 1. 21 (3H. t, 3 = 7. 5Hz). 1. 3 
2 (9H, s), 2. 79 (2H, q, J = 7. 5Hz), 4. 63 (2H, br 
s). 

(3) {4- [(1, l-v?^5^7U) rc^/i^] -s-aif^/v^T' 
2 /W - 2 - fc K 13 dE^$^^;/XT 5 K 

*H-NMR (CDCl 3) : 5 1. 32 (3H, t, J = 7. 5Hz). 1. 4 
1 (9H, s), 2. 88 (2H. q. J = 7. 5Hz), 6. 84 (IH, d, 
J = 9. OHz), 7. 44 (IH, dd, J = 8. 7, 2. 4Hz), 8. 05 
(IH, d, J = 2. 7Hz), 11. 46 (2H, br). 

.'9»ll 9 2 : 5-::/o^-N- (4-3i5^/W-5-7i— >^V5^T>^— >'V'-2-'f/l') 
-2-t Kndfi/^:xXT^ K {.WL'^m^^l 9 2) 
il3|S^iUT. 5->'n^f-y^/wgg, 2^r;«2-T^y-4-:3i^/V-5-7 3. 

^/v^^ry-zi'^ffiVNT^Ji 6 tl^^o^f^<^ffv\ :^jii^k^«^^#fc„ 

HZ^: 1 7. 4% 
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mp 224-225^. 

*H-NMR (DMSO-de) : 6 1. 24 (3H, t, J = 7. 6Hz). 
2. 70 (2H, q, J = 7. 6Hz), 6. 95 ( 1 H. brd, J = 7. 6 
Hz), 7. 39-7. 42 ( 1 H, m), 7. 45-7. 51 (4H, m). 7. 
56 (IH, brd, J = 8. OHz), 8, 06 (IH, d, J = 2. 8Hz), 
11.98(1H, brs)'. 

^ajl93 : 5->^n^-N- {4 5 n-:/n \i'/U=^T -/—/V- 2 - 
^/W) -2-t Ko^i/^:/XT^ K «b^<^#-§-l 9 3) 

m^^^tvx, ^:/$^/w>ry7*ofcvu>$-h>'SrffivNT:Mi 8 4 (i) ~ (3) t 

JlX^ : 4. 4% (3Xg) 

(2) 2-T^/-4 5 n T'n f /V^T 

^H-NMR (CDC 1 3) ; « 1. 23 (6H, d, J = 6. 6Hz). 3. 0 
5 (IH, m), 4. 94 (2H, s), 7. 28-7. 41 (5H, m). 

(3) 5-:/p*-N- (4-3if^/v-5-^n>^P f/P^Ty''-/^-2-'</V') 

- 2 - 1 ^i^^y:^T ^ K 

*H-NMR (DMSO-de) :6 1. 26 (6H, d, J = 6. OHz), 3. 
15 (IH, m), 6. 9 8 (IH, brs), 7. 43-7. 5 3 (5H, m), 
7. 59 (IH, brs), 8. 08 (IH. d, J = 2. 7Hz), 11. 90 
(IH, brd), 13. 3 3 (IH, brd). 

1^1 94: 5-:/p^-N- (4-:/f^7l^-5-7 3^=/Vf^Ty— /V-2-'r/U) 

- 2 - 1 K n t^-O'XT 5 K (it^H^m^ 19 4) 

mnt\.X. l-7:n=/W-2— ^dr1^/;X^fflV^-C^Jl 8 4 (1) - (3) 

HR^; 5 2. 6% (3Xg) 
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(1) a-:f 0^-1-7 3^=^ju- 2 -^^-fyy 

*H-NMR (CDC 1 9) : 8 0. 85 (3H, t, J = 7. 2Hz), 1. 1 
9-1. 32 (2H. m), 1, 5 0-1. 60 (2H, m), 2. 59 (2H, 
t d, J = 7. 5, 3. 9Hz), 5. 44 ( 1 H, s), 7. 34-7. 4 5 (5 
H. m). 

(2) 2 -T^y- 4-3/5^/1— 5 -73i=/l/f^T>/-/U 

^H-NMR (CDCI3, 6):0. 89 (3H, t. J = 7. 5Hz), 1. 2 
8-1. 41 (2H, m), 1. 61-1. 71 (2H, m), 2. 56-2. 6 

1 (2H, m), 4. 8 7 (2H. s), 7. 2 5-7. 40 (5H, m). 

(3) 5-:/o*-N- (4--^'^/U-5--7zi^=^;V^Ty--/V-2-y(/V') - 
2-t Kndf-i^^i^XT^ K 

^H-NMR (DMSO- de) : 8 0. 85(3H, t. J = 7. 2Hz), 1. 

2 3-1. 35 (2H. m). 1. 5 9-1. 6 9 (2H, m), 2. 70 (2H, 
t, J = 7. 2Hz), 6. 96 (IH, d. J = 6. 9Hz), 7. 39-7. 
59 (6H, m), 8. 07 (IH, d. J = 2. 4Hz), 11. 93 (IH, 
br). 13. 18-13. 59 ( 1 H. br). 

^»|1 9 5 : 5-jJ'no-N- {4- (1, 1 -i?p<f^/U) 3if^/V-5- [(2, 2 
- f^/W) M':t=-A^l 5=-T y -^/V- 2 /W} - 2 - 1 K o ^i^^^'XT 
5 K Wb-a-i^*-^ 1 9 5) 
(1) a-t/ci^i^f/<p>f/V^^>' 

i^tV^P-f/M^i^ (1. oOg, 5. 4 2mmol) ^VSmt^^ (lOm 
L) tJ::^;5*U N->^n^;^^i^W^ K (9 6 5. 8mg, 5. 4 2mmol) 

^\.Xmmit^m<D&^W^B (1. 4 2g, quant) ^#fc, 

^H-NMR (CDC la, 6): 1. 2 7 (1 8H, s), 5. 6 7 (IH, s). 
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(2) 2-T^/-4- [(1, -5- [(2, 2-i;p< 
a-yP^i^tV^P-r/M^>' (1.4 2 g). 5^:^1>^T (4 5 1. 8mg), 

(1 5mL) ois-a'i^^2i^»i^igbfc, Bum^m^ 

^S^^^^H^b n D ^ bt^^S^tS-a-i^^) fifei^g ( 1 . 2 3 

g. 9 4. 5%) «:#fc„ 

'H-NMR (CDC 1 3, 5) : 1. 2 6 (9H, s), 1. 2 9 (9H, s). 
5.0 3 (2H, s). 

♦ 

(3) S-i^'nn-N- {4- (1, l-i/^^;v) ol^/U- 5 - [(2, 

5-^n^1^yf^;Wil(0. 2 0g,0.9 2mmo l).2-T^7-4-[(l, 
l-i^pif'/V) -5- [(2, 2-':^;?«^/l^) •^n}i'±^;U] ^T)/—/^ 

(221. 5mg, 0. 9 2mmo 1 ). Hi^-fby V (4 0- K 0. 46mmo 
1), ^nn^^-^i/ (5mL) 3NpPflMjl«Sbfc, SJ«;^^#J^gt 

3if-/V=2 : 1) •^nm:\.XmMi\:.^m(0^^m^ (9 6. 2mg. 2 3. 8%) 

^H-^NMR (CDC 1 3) : 5 1. 3 3 (9H. s), 1. 3 5 (9H, s), 
6. 94 (IH, d, J = 8, 7Hz), 7. 55 ( 1 H, d d, J = 8. 7, 2. 
IHz), 7. 85 (IH. d, J = 2. IHz), 10. 51 (2H, br). 

^SJI 9 6 : 5->^n^-N- {4- (1, 1 ^if^/V- 5- [(2, 2 
7'oif:r=-/w] — T/W -2-t Knilf^'^:^XT 
5 K (^b^#-^l 9 6) 
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/U) aif^yv] - 5 _ [( 2 , 2 - i^y ^^/W) :fx2 f3»--/V] f^T v^T^a| 

195 (3) ^P^©^f^>Srm\ MM^k-g-ii^^^/::, 
JR^ : 2 3. 8% 

^H-NMR (CDC 1 3) : 5 1. 3 3 (9H, s). 1. 3 5 (9H, s), 
6. 94 (IH, d, J = 8, 7Hz), 7. 55 (IH, dd, J = 8. 7, 2. 
IHz), 7. 85 (IH, d, J = 2. IHz). 10. 51 (2H, br). 

9 7 : 2- (5-:/P^-2-t KndE^'>'^>')/>r/u) 7'«y-4- [(1, 
#■^1 9 7) 

JlJ^i; LT. tV^n-Y/Vf^^ :i^^;V':tXx/Vx$rffiVN-C^J 1 9 5 (1) ~ (3) 

IR^ : 4 5. 7% (3X^ 

(1) a— :/n^— 1d*/-<n-Y/P@^^ rt^/Vac;;^X/U 

'H-NMR (CDC 1 3) : 5 1.2 8 (9H, s), 1.2 9 (3H. t, J 
= 7. 2Hz), 4. 26 (2H. q, J = 7. 2Hz), 5. 24 (IH, s). 

(2) 2-T$y-4- [(1, l-i^pt^/w) o^f^/v] 5"T>/-/u-5-;i5;/u>}? 

^H-NMR (CDC 1 3, 5) : 1. 3 2 (3H, t. J = 7. 2 Hz), 1. 4 
3 (9H, s), 4. 24 (2H. q, J = 7. 2Hz), 5. 18 (2H, s). 

(3) 2- (5-:/n*-2-t Vn^->^:^yry(/u) 7^y-4- [(1. 1- 

^H-NMR (DMSO-de) : 8 1. 30(3H. t, J = 7. 2Hz), 1. 
44 (9H, s), 4. 27 ( 2 H, q, J=6. 9Hz), 7. 00 ( 1 H, d. 
J = 8. 7Hz), 7. 63 (IH, dd. J = 8. 7, 2. 7Hz). 8. 02 
(IH, d, J = 2. 4Hz), 11. 80 (IH, br), 12. 12 (IH, 
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b r). 

01J198 : 5~:/o*-N- [4- (1, 5 - f ^ P 

y^Ty-/W- 2— r/H -2-t Kndrv'^VXT^ K 9 8) 

(1) 2-T^/-5-:/n^-4 - [(1, ai^/U] ^T-Z—A^ 
2-T$/-4-[(l. 5^T>^-/W (0. 8 7 g, 5. 

6mmo 1) (9mL) K^ii^X., N-:^p*;^^ 5 K (1. 

OOg. 5. 6mmol) »;t. ^^^T- 1 BtM^^^ Lfc„ R^M^m^-^^-^ 

^/V^n-r (^dpf- V; g^i63i5^/V= 2 : 1) -^ISjBl LTSIS^b'^ 

^OHJjJcfel^* (1. 2 3g. 9 3. 7%) Sr#fc„ 

'H-NMR (CDC 1 3) : 5 1.3 9 (9H, s), 4.8 1 (2H. b r s). 

(2) 2-T^y-4-[(i, i-t^p(^/w) -s-f^yi^y-^ry 

2 -T $ / - 5 -:/n^- 4 - [( 1 , ^/U) ^T^-zW ( 0 . 

lOg. 0. 4 2mmo 1), (0. 1 mL). y A (0 . 2 

0 g). T-fe h y/W (4mL) ©jS'a-«^^Sr3NFWii31«SLfc, RD&jgi^i^^Sr 

y^- (n :ff^^^/V=2 : 1) -Ci»iSiL-CMM{b'a-^(OMfe^fH 

(8 0. 7mg, 7 9. 3%) tr#:to 
'H-NMR (CDC 1 3) : 5 1 . 3 2 ( 9 H, s ). 1 . 6 4 (4H, t, J 
= 5. 7Hz), 1. 71-1. 77 (2H, m), 2. 35 (2H, brs), 2. 
9 9 (2H, brs), 4. 6 8 (2H, s). 

(3) 2-T-fe h^e/-5-yo^-N- [4- (1, l-i?P<f^/V) Jif^/V- 
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TJ\^:^>^mfS.Ts 2-T-^h^^>-5-:fx2^^^^m (J. MeA Cehm. 31, 
861-874 1996) (9 0 . 3mg, 0. 3 5 mm o 1 ). f^-TV— /W ( 8 0 . 7mg, 

0. 34mmol)^ fyi^V (0. ImL). THF (3mL) OjH-g-i^lJl;*-^ 
i^m\^V> (4 6m 1. 0. 5 0mmo 1) ^MtL. ^m-e2i$K8ii$ Lfco R 

/f/l^^u-^h^yy^— (n-^df■^^y :f|^aif^/p=3 : 1) -^mUVrmM 
it-^mo^i^^Ml (8 4. 3mg) ^ntto 

(4) S-Z/n-sE— N- [4- (1, l-i^^f^/W) 3if^/p-5-if^y i^y^ 

2-T-fe h^v'-5-y^n^-N- [4- (1, l-v^p^^^/U) j:f^/V-5- 
t''<yi^y^T)/-/P-2--r/u] -^l^XT^ K (a^^. 8 4. Smg) ^ 
(3mL) \zmii^\.. 2^%im.\Yr)~Y^)^hmi (0. ImL) ^ 

|g3i5^/V=4: l)-C)|tSlLi:MJH<b^l&oe'fe!^*(5 4. Img. 3 6. 3%; 
2Xa) ^#fco 

^H-NMR (CDC 1 3) : 5 1.4 1 (9H, s), 1. 5 6 (2H, b r s), 

1. 6 7-1. 74 (4H, m). 2. 79 (4H, brs). 6. 85 ( 1 H. 
a, J = 9. OHz), 7. 45 (IH. d d, J = 9. 0, 2. 4H2), 8. 
06 (IH, d, J = 2. 4Hz), 11. 7 0 (2H, br). 

^a|199 ; S-T'D^-N- [4- (1, l-i^p^f^/W) 5 -"=&/P2j^ 17 

/ - 2 - fc K n #e^^:xXT $ K ({b-a-^JS-^- 19 9) 
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MJisftUT. ^/ujJ^y :/S^ffiv^■c«^l 9 8 (2) ~ (4) t^m<o^f^^n\f\ 

HSL^ : 1 7 . 1 % 

(2) 2-T^y-4- [(1. l-i^/'^jl') 3:5^/1^] -5-^J\^:^]) /'f-r:/ 

'H-NMR (CDC 1 3) : 6 1.3 3 (9H, s), 2. 7 6 (4H, b r s). 
3. 79 (4H, brs), 4. 66 (2H, s). 

(3) 2-T± h^iy- S-yti^-N- [4- (1, 

5 -^/vjJ? y / J/'— /u- 2 --f/v] f<y:^T ^ K 

(4) [4- (1, ^i^^^yl'- 5 -^^'W;!^ U y ^ 
T /W- 2 — f/W] - 2 - 1 Kn ^i/^yXT ^ K 

^H-NMR (CDC 1 a) : 5 1 . 2 4 ( 9 H, s ). 2 . 8 9 (4H, d d, 
J = 4. 8, 4. 2Hz). 3. 83 (4H, d d, 3 = 4. 5, 4. 2Hz), 
6. 89 (IH, d, J = 9. OHz), 7. 49 ( 1 H. d d, J = 9. 0, 2. 
4Hz), 7. 98 (IH, d, J = 2. IHz), 11. 20 (2H, br). 

^f!l200 : [4- (1, l-$^p«^/V) ocf^/W-S- (4-7< 

^/Hf^^i^V- 1 'f-TV—f\^- 2 — r - 2 - 1 Kn ilrv'^i^XT 

5 K (<b'g^#^2 0 0) 
J®#i;bT. 4-;»«5^/l'f^7i^Vi^ffiVN-C^ajl 9 8 (2) ~ (4) 

IR^: 6. 9% 

(2) 2-T$y-4- (1, l-i^7«5^/W) a^5^;U-5- (4-p{^yWf^7 
i^i^-l-^/W) '^ry—zv 

»H-NMR (DMSO-de);5 1. 2 5 (9H, s), 2. 1 2 (2H, b 
rs), 2. 19 (3H, s), 2. 57 (2H, brs), 2. 72 (4H, b r 
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s), 6.5 1 (2H, s). 

(3) h=af>>-N- [4- (1, 3i^/W-5- (4-;>« 

(4) 5-:/n*-N- [4- (1, at^/W-S- (4-;»«^/l' 

*H-NMR (CD3OD) : 5 1. 4 1 (9H. s). 2. 5 5 (3H, s ), 

2. 87 (4H, brs). 3. 03 (4H. brs), 6. 88 (1 H, d, J 
= 8. 7Hz). 7. 49 (IH, d d, J = 8. 7. 2. 7Hz). 8. 11 (1 
H, d, J = 2. 7Hz). 

^S|20 1 : 5-:7*C2^-N- [4- (l, l-i^p«f^/U) 3:^/^-5- (4-7 
3i=/Ut°^7v>:/- 1 — Y/l') 5^Ty^/V-2--l'/V] -2-t K«3=3ri^^VX 
r$ K ab^i^#2 0 1) 
m.nt\.X, 4-7ai=/H^-<7i^:/^ffiV^•C^»Jl 9 8 (2) ~ (4) 

6. 9% 

(2) 2-T$/-4- (1, l-i^p«5^;U) ocf^/W- 5 - (4 -y 

^H-NMR (CDC 1 3) : 5 1. 3 4 (9H, s), 2. 8 0 (2H. brs), 

3. 03 (4H, brs), 3. 55 (2H, brs), 4. 69 (2H, s), 6. 
88 (IH. t t, J = 7. 2, 1. 2Hz), 6. 95 (2H, dd, J = 9. 
0, 1. 2Hz), 7. 28 (2H, dd, J = 8. 7. 7. 2Hz). 

(3) 2-T-fe h^i/- 5 -:/ci^-N- [4- (1, l-i^p^f^/U) ^^/V- 
5- (4-7 3ir^/H;'^9i?:^-l-xfyw) — ^l/XT% 
K 
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(4) S-yo^-N- [4- (1, l-v>p{^/l^) (4-73,- 
K 

'H-NMR (DMSO-de) : 5 1.3 9 (9H. s), 2. 9 7 (4H, s), 
3. 30 (4H, s), 6. 82 ( 1 H, t, J = 7. 5Hz), 6. 97 (2H, 
brs). 6. 99 (2H, t, J = 7. 5Hz). 7. 58 (IH, brs), 8. 
05 (IH. d, J = 2. 4Hz). 11. 69 ( 1 H. brs), 11. 82 (1 

H. b r s). 

«»|20 2 : 5-:/n^-N- (4-7 3i:=i/V5^T>'—/W- 2-^/1') -2-tK 
ndr^>^VXT5 K (|b^##2 0 2) 

JDi^tLT. 5-:/D^iM;^/i^^, S.t52-T5: y-4-73^:=^/^'5^Ty— 
/^^ffiV^Tf!Jl 9 5 (3) hw^(om^^'^\\ mmxc^^m^w^. ■ 

iR^; 1 6. 0% 

mp 2 3 9^ (d e c). 

'H-NMR (DMSO-dfi): 6 7. 0 2 ( 1 H. d. J = 8. 4Hz), 
7. 34 (IH, t, J = 7. 6Hz), 7. 44 (2H, t, J = 7. 6Hz), 
7. 62 (IH, dd, J = 8. 4, 2. 8Hz), 7. 67 (IH, s), 7. 
92 (2H, d, J = 7. 2Hz), 8. 08 (IH, d, J = 2. 8Hz), 1 

I. 88 (IH, brs), 12. 05 (IH, brs). 

0!|2 0 3 : {2- \X^--fu^-2-\L ^xi^'>yy<i/^/>( A.) -4-7 

3,rz/v5^T>^-/w-5— T/w} S^il (Yb-a-ti##2 0 3) 

(1) {2- [(5-:/n^-2-t Knai-v'^:/y'xj'/l^) T^y] -4-73i= 

WMilX^X. 5->^n^f-j;5^/HI, j^t;t2-r$y-4-7ai=/l'^T)/- 
;V_5-g^ ;^^/l.3i;:^x/WSrffiVNTfi«|l 9 5 (3) tn^(Ol^^^n^\ M 
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3 2. 1% 
mp 2 8 8. 5-2 2 9. 5X:. 

^H~NMR (DMSO-de) : 5 3. 6 6 (3H, s), 3. 9 5 (2H, s ), 

6. 99 (IH. d. J = 8. OHz). 7. 42 ( 1 H. d, J = 6. OHz), 

7. 48 (2H, brt, J = 7. 6Hz), 7. 56-7. 61 (3H, m), 

8. 07 (IH, d, J = 2. 4Hz), 11. 85 (IH, brs). 11. 9 
8 (IH, brs). 

(2) {2- [(5-:/o^-2-t KP'¥i^'<V)/'l'/V') T$/] -4-73.=: 

2-[ (5-:/n^-2-t KP=3fv'^>:/.f/P) /]-4 -73i:=/P5^T 
7V-5-g^B^ j^i^^/V:!^;^^/!^ (7 5mg, 0. 1 7 mm o 1 ) ^ / — 
(5mL) fC^«|L, 2^5fe7lcSfe{b'^M; (0. 5mL, Immo 1) 

^fcv^•c^^a■cl 2J$^«^^ufc, sjE&}i-a-#>;^2M;feifiigiJ:fcJtrB^i& 
^'^/i-i^MWMmrKmm^^x^xmmit^momn^^f^^id 6mg, 7 7, 

3%) Sr#fc, 

mp 2 8 4-2 8 6*10. 

^H-NMR (DMSO-de): 5 3. 84 (2H, s), 6. 98 (IH, 
d, J = 8. 8Hz), 7. 42 (IH, d, J = 6. 8Hz), 7. 49 (2H, 
t, J = 7. 6H2), 7. 58-7. 6 1 (3H, m), 8. 07 (IH, d, 
J = 2. 8Hz). 12. 2 5 (H, br s). 

^J20 4 : S-T'P^-N- (4, 5 air^/W^ry—ZV- 2 ->f /l^) -2 
- 1 K o ^iy^l^XT 5 K 2 0 4) 
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T>^-/v.SrfflVNT«n|i 9 5 (3) hW^(n>W{^^^\\ mmc^m^'^^ (2- 

T$/-4, S-v'^a.^/l^Ty— /V: Nihon Kagaku Zassh 
i, 196 2. 83, 209. #flS)o 
IR^ ; 2 5 . 9 % 
mp 2 6 2-2 6 3*C. 

'H-NMR (DMSO-d<,);fi 7. 02 (IH, d, J = 8. IHz), 
7. 34-7. 4 7 (lOH, m), 7. 63 ( 1 H, d, J=6. 9Hz), 8. 
08 (IH, d, J = 2. 4Hz), 11. 88 (IH. brs), 12. 08 (1 
H. b r s). 

^1120 5 : (4-^yi>Vv- 5 -:7 3i=/^5^Ti/— /V- 2-'Y 

-2-t Kn^iy-<:/XT$ K 0 5) 

^^/v^-ry-zw^sil 9 5 (3) il^^©^f^^m\ :eiM^b-g-i^«r#;fe (2- 

T$y-4-^:/i^7U-5-7 3i=/Vf^T>'-/l' : Ch em. P h a r m. B 

u 1 1 ., 1 9 6 2, 1 0, 3 76. #M)o 

W : 2 8 . 1 % 

mp 198-200'C. 

^H-NMR (DMSO-dfi) : 5 4. 08 (2H, s), 6. 95 {IH. 
d. J = 8. 8Hz), 7. 15-7. 2 2 (3H, m). 7. 3 0 (2H, t, 
J = 7. 6Hz), 7. 3 8-7. 43 (IH, m), 7. 47 (4H, d, J = 
4. 4Hz), 7. 57 (IH, b r d, J = 8. 8Hz), 8. 05 (IH, d, 
J=2. 4Hz), 11. 98 (IH, brs). 

^J2 0 6 : 5-:/P*-N- C5-7j:=yW-4- (h V 

V—A^- 2-^)V\ - 2 - 1 K CI ^"y^^^XT K K (-fk-a-^^S-^ 2 0 6) 
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V7/\^:!tx2^^/U) ^T)/-/u«rffiV^T«flll 9 5 (3) tmm<Di^jf^i:n\f\ ^ 
HSL^ : 3 3. 2% 

mp 25 0*0 (dec). ^H-NMR (DMSO-de) : 5 7.0 2 (1 
H, d, J = 8. 8Hz), 7. 51 (5H, s), 7. 63 ( 1 H, dd. J = 
8. 8, 2. 4Hz). 8. 02 ( 1 H, d. J = 2. 8Hz), 12. 38 (1 
H. b r s). 

^]2 0 7 : 5-::/ci^-N- [ 5 -T-fef^/V- 4 -7am7V^Ty— /W- 2 ->f 
/W] - 2 - fc Kb ^ix^i^XT 5: K (-fb-a-fe*-^ 2 0 7) 
l^;|s|-tbT. l-7a:=./v-l, 3-:/^5'^^^;?:tyS^^V^T^Jl 9 5 (1) ~ 

(3) tm^(omf¥i:n\f\ mmit^m^wco 

8. 9% (3I@) 

(1) a-::/n-st-i-7a:=/V'-l, 3-:/^>'i?:^-:^ 

^H-NMR (CDC 1 3) : 5 2. 4 6 (3H. s), 5. 6 2 (IH. s), 
7. 48-7. 54 (2H, m), 7. 64 (IH, tt, J = 7. 5. 2. IH 
z), 7. 9 7-8. 0 1 (2H, m). 

(2) 2-T^/~5-r±^/l—4-7^^A^Ty—Jl^ 

'H-NMR (DMSO-de) ' ^ 2. 18(3 H, s), 7. 50-7. 55 
(2H, m), 7. 5 9-7. 6 8 (3H, m), 8.6 9 (2H, b r s). 

(3) 5-:fu^~N- 15 -T±^Jl^- 4-^7 x.::^/U^T:/—/l'- 2-^ JU^ 
^ 2 - 1 Kp ^-^^VXT $ K 

*H-NMR (DMSO-dg): 5 2. 44 (3H, s), 6. 9 9 (IH, d, 
J = 9. OHz), 7. 55-7. 71 (4H, m), 7. 7 6-7. 8 0 (2H, 
m), 8. 01 (IH, d, J = 2. 4Hz), 12. 36 (2H, br). 
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^^2 0 8 : 5-:^a^-N- [5 -^^i^W'/V'- 4 /l^- 2 - 
^yW] - 2 - b Kodr$^-<i^XT^ K iit^^m^2 0 8) 

(1) ~ (3) tmm(of^mn\^\ WMit^m^ntto 

iR^ : 4 9 . 7 % 

(1) o-:/n^-l, 3-S^7ai-/V-l, 3-yn/^:^i?:^-i^ 
*H-NMR (CDCls, 6): 6. 55 ( 1 H, s), 7, 4 5-7. 5 0 (4 
H, m). 7. 61 (2H, tt. J = 7. 2. 2. IHz), 7. 98-8. 0 
1 (4H. m). 

(2) 2-T^/'-5-'<y>^^/V-4-7ai::^/V^T)/— 

*H-NMR (DMSO-de) : 5 7. 0 4-7. 18(5H, m), 7. 2 2 
-7. 3 2 (3H, m), 7. 3 5-7. 3 8 (2H, m), 8. 0 2 (2H, s). 

(3) 5-:^P^-N- [5-^>i/^/U-4-7ai=-/Wf^Ty— /V'-2->r/V] 
- 2 - 1 Kn ^-^^:^XT ^ K 

^H-NMR (DMSO-de) :« 7. 03(1H, d. J = 8. 7Hz), 7. 
17-7. 30 (5H, m), 7. 3 9-7. 4 7 (3H, m), 7. 57-7. 
60 (2H. m), 7. 64 ( 1 H. dd, J = 8. 7, 2. 7Hz), 8. 05 
(IH, d, J = 2. 4Hz). 11. 82 (IH, brs), 12. 35 ( 1 H, 
b r s). 

^»J209:2^ (5-:^PP-2-t ^i^^yy/^f /i') Y^J-A-yzru^ 
A^^T 1/— /V- 5 -:^;vii^i/m. 3;f^/wac;^7^/i, Wb-a-ISi^^ 2 0 9) 

l^ilSF^LT. 5-^Oof-y^/Hfe. STJf2-T5/-4-7ai=>n^f^T)/*- 
/l'-5-;^;/Wj}?i^@? az^^yWai^X/l'SrfflVN-C^ill 9 5 (3) bm^(0%Vf^'i7 

JR^ : 6 9. 4% 

^H-NMR (DMSO-de) 1. 22(3H, t, J = 7.5Hz), 4. 
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21 (2H, q, J = 7. 5Hz), 7. 07 (IH, d, J=8. 7Hz). 7. 
43-7. 4 7 (3H, m), 7. 53 (IH, d d . J = 8. 7, 2. 4Hz), 
7. 70-7. 7 4 (2H, m), 7. 92 ( 1 H, d, J = 3. OHz), 11. 
88 (IH. br), 12. 29 (IH, brs). 

«»1210:2- (5-:/P^-2-t KPdE^i^^:^)/>r/U) T5: /- 4 -7=::^ 
/V^T)/— /V-5-;<7/VJj?:/^ ('fb'g'#l#-t2 1 0) 

/V- 5 3^^/^^;^x/^S:fflv^-c«a) 1 9 5 (3) l^^^gfef^Srff 

JR^: 2 8. 6% 

mp 1 9 7-1 9 9*0. 

^H-NMR (DMSO-de) : 6 1- 21 (3H. t, J=6. 8Hz), 
4. 20 (2H, q, J = 6. 8Hz), 7. 01 ( 1 H, d, J=8. 8Hz). 
7. 4 3-7. 48 (3H, m), 7. 63 ( 1 H. dd, J = 8. 8. 2. 4 
Hz). 7. 7 0-7. 7 2 (2H, m), 8. 04 ( 1 H, d, J = 2. 4Hz), 
12. 3 3 (IH, b r s). 

«i0211:2- (5 -:/p^-2-t Kn:3ri/^vy-f;W) T5:y-4- (^i/ 
#2 1 1) 

l^Jlsj^LT, '<ic'^7/W;t-p^^^>^>f/Vg^ifeS:ffiVNT«3Il 9 5 (1) ~ (3) 
JtSl^: 4 0. 0% (3XS) 

(2) 2-T$y-4- (^>'^7/W;*-P7a:i=:/i^) -/^/u- 5 -jtj /U:^^^ 
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'H-NMR (CDC l,):^ 1. 23 (3H, t, J = 7. 2Hz), 4. 2 
1 (2H, q, J = 7, 2Hz), 5. 41 (2H, s). 
(3) 2- 2- t Ko^i/^>')/'<>'W) T$/-4- 

^H-NMR (DMSO-de) :« 1. 20 (3H, t, J = 7. 2Hz), 2-. 
51 (2H, q, J = 7. 2Hz), 7. 02 (IH. d, J = 8. 7Hz), 7. 
64 (IH, dd, J = 8. 7, 2. 7Hz). 7. 90 ( 1 H, d, J = 3. 0 
Hz). 11. 92 (IH. br). 12. 58 (IH. br). 

^J2 1 2 : [2- (5-:/'P^- 2-t Kp ^->^y>'^/U) ^-4- (^:^ 

'a-t)*-^2 1 2) 

(1) 2- (5-:^n^-2-t KP'Sf'^^vyW'/V') T$y-4- (^:/^7 

2- (5-:/o^-2-t Kp^i^^:/y-d'/i') T$y-4- (^>^7/u;r 

(2) [2- (5-:/P^-2- t KP^e^^^^y^^'/V) /-4- (^>'^7 

2- (5-^P*-2-fc KP^i^-^^/y-T/W) T^y-4- (^>'^7/W:^ 
P^air^yW) ^TywV-5-:*/W^>'^ (0. 20g. 0. 48mmol), p« 

f'/VT^i^. 4 o%^i?/-/w^ (0. 2ml). 1 - 1 Kp t^^^^y h y r 

y— *fB#) (9 6. 7mg, 0. 7 2mmo 1 ). WSC • HC 1 (137. 
2m g, 0. 7 2mmo 1 ), X hy t KP7y:/ (1 5mL) (Omikm^^^-Q 

i8i^^^i*ufc, sf&ji^<^^2^^it^{c$>jt. ^m.:^^A-^m^\.i^ m 
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1 : 2) -vmmu f^^it a^^xzu^^y/n-^^^y) vxmmit^^<o 

(8 7. 9mg. 4 2. 6%) <^#fCo 

'H-NMR (DMSO-de) :6 2. 70 (3H, d, J = 4. 5Hz), 7. 

0. 2 (IH, d. J = 9. OHz), 7. 40-7. 4 8 (3H, m), 7. 63 
(IH, dd, J = 9. 0, 2. 4Hz). 7. 68-7. 71 (2H, m), 8. 

06 (IH, d, J = 2. 4H2), 8. 16 (IH, t, J = 4. 5Hz), 1 

1. 88 (IH, br), 12, 15 (IH, brs). 

«r!|2 1 3 : [2- (5-:/a^-2-t ]fu^i/^yi/yf /I') i^y 
^7/W^o7a::=i;w) 5 /V^ -N-:3^5^>'^;^7y^3J?^1^$ K (it 

1 3) 

mntVX. 2- (5-:/p^-2-fc Ko=3ri^-<>'y-l'/W) T5y-4- (^ 
y^ 77W;^-P 7ai=./l^)5^T>^— yV- 5 -*/Wj)?V^>S.tJ«3i^7VT $ y<D 7 0 % 

7K^^^S:fflv^T^»J2l 2 (2) ll^©$fef^S:^f v\ :g|ja^t;-a'#J«r#fc, 
IR^ ; 6 2 . 5 % 

^H-NMR (DMSO-de) S 1. 05 (3H. t, J = 6. 9Hz), 3. 
15-3. 24 (2H, m), 7. 02 ( 1 H. d, J = 8. 7Hz), 7. 40 
-7. 47 (3H, m). 7. 63 (IH, dd, J = 8. 7, 3. OHz), 7. 
6 9-7. 7 2 (2H, m), 8. 06 (IH, d, J = 2. 4Hz), 8. 20 
(IH, t, J = 5. 4Hz), ll. 84 (IH, br), 12. 14 ( 1 H, 
brs). 

^!|2 1 4 : [2- (5-7'P^-2-t Y^n^i^^y^/^ T5y-4- i^y 

K ({b'g-M=-^2 14) 
^^h\^Xs 2- (5-:/i3*-2-t Ynit*y^yV^)V) T$/-4 - (^ 
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S:fflv^■C^a|2 1 2 (2) t(^^oabf^Srm\ ^®^k^fe«r#fco 

lUt^ : 2 3 . 9 % 

^H-NMR (DMSO-de) :6 1.07(6H. d, J = 6. 3Hz), 4. 
02 (IH. m). 7. 02 (IH. d, J = 9. OHz), 7. 40-7. 52 
(3H, m), 7. 64 (IH, dd, J = 8. 7, 2. 7H2), 7. 69-7. 
73 (2H, m), 8. 06 (IH. d, J = 2. 7Hz), 11. 89 (IH, 
b r), 12. 14 (IH, b r s). 

fi>!|2 1 5 : [2- (5-:/n^-2-fc Kp ^i^^>>^>f /U) T%J-A - {^ly 
^7/V;^n7 3i=/W) ^ry— /W-5->r/W] -N- {2-y x.^'^jX^) -^j/V:^ 
K (^^-^-^#^2 1 5) 
MMt UT^ 2- (5-yo^-2-t Kndf^i^^i^i/^yW) •7$/-4 - (^ 
i^^7/W;^-P7a::^/W) f^T ^W- 5 m:^2 -y ol^'J'JVT % 

JK^ : 6 2 . 2 % 

^H-NMR (DMSO-de): 5 2. 78 (2H, t, J = 7. 5Hz), 3. 
43 (2H, q, J = 7. 5Hz), 7. 02 ( 1 H, d, J = 9. OHz), 7. 
19-7. 24 (3H, m), 7. 2 7-7. 3 3 (2H, m), 7. 39-7. 
41 (3H, m), 7. 61-7. 65 (3H, jn). 8. 06 (IH, d, J = 
2. 4Hz), 8. 25 (IH, t, J = 6. OHz), 11. 85 (IH, br 
s), 1 2. 1 5 (IH, b r s). 

M2 1 6 : 2- (5-:/n^-2-t Kn ^v^-<^y-f /U) 7-4- iV]} 
1 6) 
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IR^ : 8 8 . 7 % 

/H-NMR (DMSO-de) :6 1. 32 (3H, t, J = 7. 2Hz), 4. 
33 (2H, q, J = 7. 2Hz). 7. 01 ( 1 H, d, J = 8. 7Hz), 7. 
63 (IH. dd, J = 8. 7, 2. 7Hz), 7. 98 (IH, d, J=2. 4 
Hz), 12. 6 4 (IH, b r). 

«»J217 : 2-T-fe h#t^-5-^nn-N- {4- (1, l-i?^^/W) 

[(2, 2-i^>i^/V) T'Plfsi-^/U] 5^Ty— /W-2->r/W ^:/XT 

$ K 

^ntVX. S-ifPP-N- {4- (1, 1 -i^pt^^/W 3^5^71—5- [(2, 
2-e^p«9^/u) :/P if;r:=^7w] f^ry— /U-2-^/W -2-t KP=JE^'>^yX 

IR^ : 6 5 . 3 % 

^H-NMR (CDC 1 3) : 5 1.3 2 (9H, s), 1. 3 3 (9H, s) , 2. 
46 (3H, s), 7. 22. (IH, d, J = 8. 4Hz), 7. 56 ( 1 H, d 
d. J = 8. 7, 2. 4Hz), 8. 05 (IH, d, J = 2. 7Hz), 9. 8 
2 (IH, b r s). 

«^218:2-[(4-t KP=3E^e^lf7 3:=yW) - 3 t$ 7-4- 
7 3L=^Jl^T y— /V- 5 ai^^/vac;^^/!' (^b-a-ife*-^ 2 18) 

M'^t LX. 4-t KP^:xif7ai=;i'-3-;&;i'#>'^^Uf2-r^y-4 
-7ai=/wf^Ty— /V'-5-:i;ywjJ?i^^ ^5^/i'3^;^x/i'^^v^-c««Ji 9 5(3) 
i l^^<ollf^^fTV\ ^jS^k-a-fe^#fc ( 4 - k Kp ^i^\fy 3 - ;{7/W 

Jl?:/^: Te t r a he d r on, 1 99 7, 53, 1 1 4 3 7. #fig), 
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JR^ : 6 1. 7% 

mp207-208'C. 

^H-NMR (DMSO-de) :6 1. 23 (3H. t. J=7. 2Hz). 4. 
22 (2H, q, J = 7. 2Hz), 7. 16 ( 1 H. d, J = 8. 7Hz), 7. 
36 (IH, t, J = 7. 5Hz), 7. 45-7. 50 (5H, m), 7. 69 
-7. 76 (4H, m), 7. 85 (IH, dd. J = 8. 7, 2. 4Hz), 8. 
31 (IH, d, J = 2. 4Hz), 11. 73 (IH, brs). 12. 60 (1 
H, brs). 

^J21 9 : 2- [(4' -y;V:tvi-4-yi Kn dE^>>if - 3 

/i^] T^y-4-7a:=>'U^T>'— /V'-5-;<7/w;j?:/®g 3i5^/ujc;^x/w (-fb-B- 

#>#-^2 1 9) 

HJlSfibT. (4' -7/U;tP-4-t KP:3E^^/lf7 3i=:/V) - 3 
S.TJ«2 - T$ / - 4 - 73i=/Wf^Ti/— /W- 5-:!&/L'J!j?:/^ ji^/^ji;;?.-7^/U^ 

ffl^^T^aJl 9 5 (3) kmm(D^i^^n^\ mmit^m^mtz iw -yjvis-u 

-4-t Yn^r-yyfy zc^-iV) -Z--h)\^i^^^^ rTetrahedron, 1 

9 9 7, 5 3, 1 1 4 3 7. #fia)o 

W: 6 2. 7% 

mp 2 3 7-2 3 8t). 

^H-NMR (DMSO-de): 6 1. 22 (3H, t, J = 7. 2Hz), 
4. 21 (2H, q. J = 7. 2Hz), 7. 13 (IH, d, J = 8. 4Hz), 

7. 28 (2H, t, J = 8. 8Hz), 7. 44-7. 4 5 (3H, m), 7. 
71-7. 75 (4H, m), 7. 81 (IH, dd, J = 8. 8, 2. 4Hz), 

8. 27 (IH, d, J = 2. 4Hz), 11. 67 (IH, brs), 12. 5 
8 (IH, b r s). 

'0SI22O : 2- [(2', 4' -v^7/V;^P - 4 - 1 Kci=¥v'tr7a::^/W) -3- 
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JR^: 4 5. 6% 

mp 2 0 6-2 0 IX:. 

^H-NMR (DMSO-de) : 6 1.22 (3H. t, J = 7. 2Hz), 
4. 22 (2H, q. J = 7, 2Hz), 7. 17 (IH, d , J=9. OHz), 
7, 21 (IH, td, J = 8. 7, 2. 4Hz), 7. 38 (IH, d d d, J 
= 11. 7, 9. 3, 2. 4Hz). 7. 44-7. 46 (3H. m), 7. 6 
0-7. 7 5 (4H, m), 8. 13-8. 1 4 ( 1 H, m), 11. 8 6 ( 1 H, 
b r s), 1 2. 4 6 (IH, b r s). 

««I22 1:2- {[4-t Kt3^i>'-4' - ( h y p< lf:7cnn/U] 

-3 T$y-4-7air:/Vf^T>^*-/V-5-;!&/VjJ?i^@J ai<^/W 
('fb^#?#-^2 2 1) 

(1) [4' - (hy -A-\iYu^*y\fyx.=.A^^ -3-;*/W 

5-:/nqE-f-y -^/PU (5 0 0 mg, 2. 3 0 mmo 1 i^fc Kp df^i^- 4 
-(hy 7/l':^a;;{5^/l')7 3i-7U3j?7i/ (4 8 8mg, 2. 5 7mmo 1 ). g^H 
(1 Omg, 0. 0 4 Ommo 1) SUflM ^^-f h y 1>A (7mL) 

:fJ7 2^i^n-^Yi^yy>(^ (n — : g^K3i^/W= 5 : 1) Ti^i^LTil 
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^mi^ (5 6 3mg) Sr#fc. ^y-ZW (1 OmL) M«?U. 2^^ 

^ma^^hV^A OmL) S-I^AOb. JSfeVN-C6 Ot:Tll^^^i^Lfc, S^&jS 

sttk. $&fai^mji(.-Qmd^m^u usso^x^^^htc^, mmt:mBm^\.fc, 

^k-a-'feOSfeJ^^ (4 5 8mg. 7 0. 4%) $:#fc„ 
mp 1 8 5*0 (d e c.) . 

^H-NMR (DMSO-de): 5 7. 09 (IH, d, J = 8. 8Hz), 7. 
77 (2H. d, J = 8. OHz), 7. 85 (2H. d, J = 8. OHz), 7. 
90 (IH. dd, J = 8. 8, 2. OHz), 8. 10 (IH, d, J = 2. 4 
Hz), 11. 80 (b r s). 

(2) 2- {[4-t KPdri^-4 * - ( h y 77^:^-0 ^/W) t*73i=/l^] -3 

l^i|Sf^:LT. [4' - (hy 7/V;^P^5^7i-) -4-t Kn df>>f :73.=/u] - 
3 -*/l'3l?i^^t;2 -T ^ y - 4 -7ai=7W^T>^— /V- 5 at 
5^/^al;;<.x/^^fflV^T^a|l 9 5 (3) ^^^oJSif^SrfTV\ ^M-fb-g^tiilr^fco 
JR^: 4 1.7% 
mp 23 6-2 3 7'C. 

^H-NMR (DMSO-de) : 6 1. 22 (3H, t, J = 7. 2Hz), 
4. 21 (2H, q, J = 7. 2Hz), 7. 18 ( 1 H, d, J = 8. 8Hz), 
7. 4 4-7. 45'(3H, m), 7. 72-7. 74 (2H, m), 7. 8 1 (2 
H. d, J = 8. 4Hz), 7. 91 (IH. dd, J = 8. 8, 2. 4Hz), 
7. 9 3 (2H, d, J=8.4Hz), 8. 3 6 (IH. d, J=2. 4Hz), 1 1. 
7 8 (IH, brs), 12. 62 (IH, brs). 
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1^2 22 : 2- [2-t \foiri^-5- (1-lfny/V) ^>j/>r/W] T^/- 

4 -7*=./V^T/— /W- 5 a^f-ZV^L^-f /^('fk-g'*fe)#-§-2 2 2) 

5 (3) ^ii^<z)jfef^srm\ ^mit^mtrmco 

IR^: 5 5. 0% 

^H-NMR (DMSO-de) : S 1.22(3H, t.J = 7. 2Hz), 4. 
22 (2H, q, J = 7. 2Hz), 6. 26 (2H, t, J = 2..1Hz), 7. 
13 (IH, d. J = 8. 7Hz), 7. 32 (2H. t, J = 2. IHz). 7. 
43-7. 47 (3H, m). 7. 70-7. 75 (3H, m). 8. 09 (IH, 
d, J = 2. 7Hz), 11. 58 (IH. brs), 12. 55 (IH, brs). 

«?!|2 2 3 : 2- [ 2 - fc Kn ^Sf^i^- 5 - (2--^^— /W) ^l^l/yf/U^ T^/- 
4 - 7^x^/^'5^T /U- 5 3if^/W3^;^x/W(^b'g-'fe#-^ 2 2 3) 

(1) 2-fcKP:¥S^-5- (2-'5^3ir^yV) 
5-:/p^lM;^/Hg(5 0 Omg, 2. 3 Ommo 1). §rl, 2-i;?p«h^ 
V^^^(5mL){CS§f^U T/Ws^^-^HMTx T'h^^^ (hy 7jc=/U3Jn;^ 
/N*7i^l>'i^(8 Omg, 0. 0 7mmo 1)^^, ^?a-Cl O^ra^j* 
Ufc, ^V^■Ci?t Kndf j^-2-^a^-/V/J?7i^(3 2 4mg, 2. 53mmo 

=ar1h^-: g^^ai^yl.= 5 : l) t?!ffiiitLT^^^S#:(2 7 7mg)^#fco ^tb^ 
P«^/-/l'(5mL)(C^^U 2«^7K^{b"^hy !>.i.(l. 5iiiL)Sr?^Ptx 
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/i^pi ^ i^-C^^ UT^SIb-a-f <^ Sfe/S^ ( 5 8 m g , 11. 5 %) ?Sr#fCo 
^H-NMR(DMSO-de) : 6 6. 9 5(1H, d, J = 8. 8Hz), 7. 0 
9(1H, dd, J = 4. 8, 3. 6Hz), 7. 37(1H, dd, J=4. 0, 1. 
2Hz), 7. 45(1H, dd. J = 5. 2. 1. iHz), 7. 74(1H. dd, 
J = 8. 8, 2. 8Hz), 7. 96(1H, d, J = 2. 8Hz). 

(2) 2- [2-fc KP'^'V-S- (2-5^ccc=./V) ^i/j/^/L] T$y-4- 

JfJ|S|-^UT. 2-fc KDdf^iX- 5- (2-5^^^/l-) 5.T>*2-T5 
y-4-73i=;^5^Ty— /w-5-;{/7Vj|?VSg ^5^/^3^xx>'^$rfflv^T^»|l 9 

5 (3) i:mm(D^i^^m\ mMit^<^^'^ft„ 

JR^: 5 8. 2% 

mp 2 13-21 4*0. 

^H-NMR(DMSO-da) : 6 1. 22(3H, t, J = 7. 2Hz9, 4. 2 
1(2H, q. J = 7. 2Hz), 7. 10(1H, d. J = 9. 2Hz), 7. 12(1 
H, dd, J = 4. 8, 3. 6Hz), 7. 44-7. 46(4H, m), 7. 50 
(IH. dd. J = 4. 8. 1. 2Hz). 7. 71-7. 74(2H. m), 7. 7 
9(1H, dd, J = 8. 8, 2. 4Hz), 8. 2 1 ( 1 H, d. J = 2. 4Hz), 
11. 78(1H, brs), 12. 44(1H, brs). 

miiH : N F - K B mmtmmm^ 

NF- K B^ttibia^f^ffi^ Hill e)©:*rjfe(Hill C.S., et al., Cell. 73, 
395-406 (1993) )Sr##l;:UT|l3(iLfCo NF-kB ,^-a-ia?!J (TGGGGACTTTCCGC) 

(Luc) <^±^ftfc|a^^^-3i^fc!:/7 :^5K (pNFicB-Luc Reporter Plasmid : 
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STRATAGENE ttSD Srh7>:^73i^'$/3 i^f^lKEf f ectene. QIAGEN ^tSi) V ^ 
Tt KJITS*3fejSBIiat* H e p G 23?.ttt h^t^^^BS^WH e L a 
QIAGEN ti:<0:/o h a-zWr^V^ h 7 :/;^7 3iiJ' h UT. 6~24I^K^^Lfeo 
*lctfe'fb^'fea)^^^TX«*#lET-C ^ T N F - a (40 ng/ml) SriP ;t T 4 1^ 

m)RW^%mMmW:s (SPECTRAFLUORPlUS^TECANttlSl) VnTS!]^ LfCo 

^tco-imii:^^ lO/t g/ml iMg/ml ^STJC^JJtSNF- k B?SttM¥^ 
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NF-icB|gtt^kPl«^ (%) 


^^liSl 0 M g/mL 


SW^l /i g/mL 


1 


54. 4 


-33. 6 


2 


8 3.2 


18.6 


3 


6 8.4 


54. 2 


4 


94. 1 


42. 9 


5 


9 8. 0 


3 3. 3 


6 


6 1.9 


2 7. 8 


7 


6 8.7 


3 0. 4 


8 


5 9. 9 


3 5. 3 


9 


9 9.2 


2 1.9 


1 0 


7 8.6 


7. 1 


1 1 


44. 1 


2 8.4 


1 2 


8 7.3 


6 8.6 


1 3 


6 3.8 


-7. 1 


1 4 


9 8. 9 


2 1.7 


1 5 


70. 4 


15.2 


1 6 


9 1.6 


3 6. 4 


1 7 


9 6. 5 


1 9. 9 


1 8 


9 0.2 


8 5.3 


1 9 


9 5.1 


-5 5.4 


20 


8 6.8 


- 1 2. 1 


2 1 


9 5.0 


8 9. 6 


2 2 


92. 9 


3 7. 0 


2 3 


9 6.6 


7 5. 7 
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2 4 


8 2. 2 


5 8. 1 


2 5 


8 6. 9 


85. 4^ 


2 7 


4 7.3 


6 8.5 


2 8 


4 1.7 


16.3 


2 9 


73. 0 


46. 3 


3 0 


9 8. 1 


76. 5 


3 1 


9 3.2 


13.3 


3 2 


96. 3 


8 9. 3 


3 3 


9 9.5 


95. 1 


3 4 


9 8.5 


9 0. 5 


3 5 


8 5.4 


88. 2 


3 6 


84. 7 


26. 6 


3 7 


63. 1 


29. 1 


3 8 


8 1.8 


-10. 1 


3 9 


56. 0 


2 1.4 


4 0 


8 1.9 


3. 9 


4 1 


90. 3 


26. 1 


4 2 


9 2.3 


14.3 


4 3 


7 8.9 


2 5.5 


4 4 


6 5. 8 


3 6.7 


4 5 


9 1.3 


6 1. 7 


4 6 


8 5.7 


-4 3. 7 


4 7 


9 9.4 


9 1. 3 


4 8 


95. 6 


9 3. 3 


4 9 


94. 3 


8 1.5 


5 0 


9 9.5 


9 6. 3 
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5 1 


98. 6 


94. 9 


5 2 


8 5.4. 


86. 6 


5 3 


9 9.2 


9 2. 0 


54 


9 9. 6 


92. 2 


5 5 


9 9. 4 


95. 8 


5 6 


9 8. 3 


9 2. 9 


5 7 


9 6.0 


76. 8 


5 8 


9 8. 3 


94. 7 


5 9 


9 9.2 


9 4. 5 


6 0 


9 9. 4 


4 2.7 


6 1 


9 8.5 . 


5 9.7 


6 2 


9 9.1 


74. 9 


6 3 


9 6.9 


9 5.5 


6 4 


9 0.1 


5 3.3 


6 5 


9 7.1 


8 3.9 


6 6 


94. 9 


9 1.1 


6 7 


9 6.8 


9 1.8 


6 8 


9 8.3 


9 2. 3 


6 9 


9 9. 6 


96. 4 


70 


9 5.4 


93. 3 


7 1 


9 7. 9 


93. 8 


7 2 


9 7. 8 


7 9.5 


7 3 


9 2,9 


8 1.7 


74 


9 5.3 


8 2.1 


7 6 


9 9.0 


9 0.4 


7 7 


9 7.0 


3 0.7 
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7 8 


99. 2 


8 6.3 


7 9 


9 8.7 


9 0. 7 


8 1 


9 6.4 


8 8.2 


8 2 


94. 5 


-8. 7 


83 


8 7. 1 
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471/04, 213/56. 295/192. 211/16, 207/48, 213/76, 277/46. 277/56, 413/14, C07C235/60, 233/75. A61P43/00, 
19/02. 29/00. 37/06, 17/00, 21/00, 21/04, 9/00. 1/04, 1/16, 13/12, 1/18, 19/06, 9/10, 17/06, 37/08. 11/00, 
3/04. 3/10. 3/06. 27/02. 25/28. 35/00. 35/02. 15/00 
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This Page is Inserted by IFW Indexing and Scanning 
Operations and is not part of the Official Record 

BEST AVAILABLE IMAGES 

Defective images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 

□ BLACK BORDERS 

□ IMAGE CUT OFF AT TOP, BOTTOM OR SIDES 

□ FADED TEXT OR DRAWING 

□ BLURRED OR ILLEGIBLE TEXT OR DRAWING 

□ SKEWED/SLANTED IMAGES 

□ COLOR OR BLACK AND WHITE PHOTOGRAPHS 

□ GRAY SCALE DOCUMENTS 

□ LINES OR MARKS ON ORIGINAL DOCUMENT 

□ REFERENCE(S) OR EXHIBIT(S) SUBMITTED ARE POOR QUALITY 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
problems checked, please do not report these problems to 
the IFW Image Problem Mailbox. 



